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, 5-h^tiFn7^>, b;vai>^0D^^4^> 7jcm^bU ^'i^i^, h U ^7 

A, ii^mihijv^2.. ^mv^^j^. mmi-hv^j^. mm^v^2.. mm^ty 
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•9->, h;!/^!^. ^i/Uym<Dmm^ti^t.t:^lt. U^mr\ (6 a) fej:t>' (7 
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-;i/^(>Dm^nfi, /^>s;;i.yn^ FS:o°C}^)^e> 1 5 o°c®iaMT'f^M$-B:> am 



fl5iE# 2 0 0 3 



-305305S 



.^^2 002-209373 



[0 0 4 1] 

^ "TlS ^ B 3 3 

>ftS-^^ (3 b) JC^fc^^ (4 b) «:JRlS^i±. fb^^ (5 b) &#^3:@T'fe 
[0 0 4 2] 

^^it^Vsb) CDl^?:T;V^;Hbbf.^lCPr o3&flJi#«b, >ffc^^ (6 
b) &#-g>X@T?fe^o 

e, Pr o3<Z)ffi^#0Sl;B:®^#^-^V^T^*, MVNfc#««lCJ:oT, 
[0 0 4 3] 



ffi|iE# 2003-305305 




3 3 miE#2 003-30 5 305 



2002—209373 



[^t 1 3 ] 



9c 



10c 



[X@G9] 



[XSC10] 



R3S 

r \ — 1^ I 



EtO ^ 

T 



R33 

H Pro3 

R41 



R35 






jhr 




.R39 


R36 




\ 








R38 


R42. 




rpm 






R37 







[XSC11] 



11c 



12c CXSC12] 




[XSC13] 



Pros 






R35 




X "^^'v^ 










N Pro3 


R33 


R37 





14c [XSC14]. 




-Pro3 



[xaC15] 



16c [XSC16] 







R35 






R31 








<R39 


-N 


R32 


R38 




N -Pr03 


R34 


R38 


R42. 


'^R41 


R35 


\ 


T|7m 








R37 







R36 




N- Pro3 

R41 



17c 



18c 



3 4 ffi|S£4t 2003-305305 



r 



#2 002 — 209373 



17c 



NH2NHR' NH2NH2 
19c 




[XSC191 



R35 



^ — K n Pro3 

R37 




R35 






R38 










> 














R37 







C^cff, #8H#tt, B9SBj^^lc|^C«&, P r o 4 lit ->r^;vi;;i^;i/i/U;u 

[0 0 4 4] 

[X^Cl] 

it^m (1 c) ii-ffc-^^j (1 c-2) S:MmH);5$-&srii{cj:y, -fl:^# ( 
2 c) S:#§XS*^^So 
^fc-^^ (ic-2) i:LT«, M.WmKm^\t. a-F^^>> a-K:i:^> 

1 - yn^-3 - 2-:/7^>^®r;V'5ri^;i/A^^ *feti:/n/NVi/ 

^A4, jSS (5 a) {C2p-r§. 
CO 0 4 5] 
[XSC 2] 



3 5 



mSE# 2003-3053053 



Igl^ 2002-209373 
[0 0 4 6] 

-fb-^^ (2c) lc:i:^ty-;U^^^S:S^. ^b^^ (4 c) (5 c) S:# 

(3 c) ic^-rso 

[0 0 4 7] 
C 4 3 

it^m (3c) a^b-^® (3C-2) ^mm^j^^^^^i^^-^'^^ ^^^^ ^ 

4 c) fej;t^ (5 c) &#«>XST?feSo 
it^m (ic-2) iibTl*, ^#;6?JICM^«^ a-K;^^>> a-K:n^t^> 

\ - >rD^- 3 -^^;v- 2 -^^>^(^r;i/^-;wN^^ b% ^fci^^n 

5gA4, ^ (5 a) IClp-rS. 
[0 0 4 8] 

CXj^ C 5 ] 

i^-^m (4 c) (6 c) ^^1^-^^^ ih^m (7 c) ^m^jimx'^ 

So 

>> ^^^t', (4 c) tSitJ^ (6 

c) ^m-^b, 0•C7b^e)2 0 0°C(DSMT', MJl5$:^te)3ai:«)^T'^S3 
[0 0 4 9] 

3 6 2003-305305 



200 2—209373 



ill-^mi^o) IZit^m (6 c) it^^ S:#SXgT'fe 

(7 c) IcmT So 
[0 0 5 0] 

CX^C7] 

[0 0 5 1] 
CX@C8] 

^t^m (8 c) <z)jn;!K45'^.K^Sicj:y, >fi:#^ d o c) ^^^xsr^feSo 
y^7A, 7m>ft^U'^A^^> o°c;5,^e, loo1cc^)^a;K•^. 

[0 0 5 2] 

CX^C9] 

>fb-^i^ (9 c) (D^^Mtiz^^j. it^m (lie) ^#sxmi?feSo 
'c:^,^e,5ox:a)^a^T'#ffi^^s*^. *fc»riz^>^ n, N-^;^^;^^^;^A 

3 7 ffi|iEi[t 2003-305305 



,|||^2 0 0 2-2 0 9 3 7 3 |^ 

[0 0 5 3] 

^^1^(10 c) ^b^^ (12 c) 5:#SX@T'&^ • 

[0 0 5 4] 

^^1^(1^1 c) ^MH^^^m^^^^^-^^^^ ^^^^ ^^^^^ ^m^^mx 

[0 0 5 5] 

3 8 mS£#2 0 0 3-3 0 5 3 0 5 



k2 002 — 209373 



it^m (12C) (Z)^;rr^bMbiCJ:y> i^^m (l 4 c) S:#^XST'fe^ 

(9 c) IC^TSo 
[0 0 5 6] 

[^ T^/ ^. C 13] 

[0 0 5 7] 

j^-pjg C 14 3 

>fb^efe, (14C) >fb^^ (16C) S:#SXmT'fe€> 

[0 0 5 8] 
[XSC 1 5] 

3 9 2003-305305 



11^2 0 0 2-2 0 9 3 7 3 ^ 

it-^m (15 c) -fb^^ (17 c) «:#SXST'«,S 

^aAmt^y^:^'-'^^^^^^ti?fil?:, 2 0■c*^e>8 0x:®m^^?, f^^^^s*^ 
7 8^*^^>-4 ox:omM-ej;^^;i/^;^^>^^>^^^^^^=^^'^^^^°^^ 

[0 0 5 9] 

J(t^m (1 6 c) OD^^MblCj:*;. i\l^m d S c) ^^^X^T^^So 

x@c9, ^ (1 1 c) icip-rs. 

[0 0 6 01 
[XeCl7] 

>ft-^i^ (18 c) «:tfn;!K^^«lt-SrillCJ:.y, >fb-^® (1 5 c) ^W^XST' 
yS#m-r^o i^^CWS$tl54lfT'^±^^V^*^. A^Milb-C, Pro 3 

[0 0 6 1] 

4 0 miiE# 2003-305305 



2002—209373 



i^^m (17c) \zit^m (19c) fe^fssit, VG^mx2.oc^ s:#^x 

^^S/X^>^®^^«A^^fe:tt, M^^T?, (17 c) BJctJ^ (1 9 c) &m 
-^b, 2 0X:3^>^^ 1 5 OiC®^aST% Hl^-Sr^'^-i^*^'^'^^- 

[0 0 6 2] 

[XSC19] 

^fb-^^^ (1 7 c) lct:K^t^'>^^/iS^ii> ^b^^ (2 1 «:#SX@T'^ 

^ (2 0 c) icp-f So 
[0 0 6 3] 
CX@C 2 0] 

^fb-^® (2 1C) iLi^^m (2 1C-2) $:«m^fS^iiS^^lCJ:y, >fb^ 
ig^ (2 0 c) &#-SX@T?^So 

^[:^^(2i-c) iiLTit, ^R^-ui(^-*'. R^iSitJ^uMitafla^ 

2. ^ (3 a) Icmi'S. 
[0 0 6 4] 

Q-j-jgQ 2 1] 

ih^m (2 0 c) OP r o 3 5:ffil^«bT. >fb^^ (2 2 c) ^#€»X@T'fe 

4 1 miiE# 2003-305305 



11^2 002-209373 ^ 



XjgA 1 4 , ^ ( 1 7 a ) Kl^p-r So 
[0 0 6 5] 



ffiiE4f 2 003-305305 




[0 0 6 6] 

C3l@D 1 ] 

it-^m (Id) tit^m (id-2) ^m^is^it^riiicj:*;, ( 

2 d) Sr^-SX^'^&S. 

4 3 miiE^^ 2003-305305 



200 2—209373 

it^m (id-2) ni^xit. M.i^mzm^\t. 3-F^^>> a-Kx^rv 
^yV)v^n^\^. 2-:fn^r^hy j ^un:^^ 

^F, i->ra.e-3-^^;v-2-^7->^®T;i/^->«'>'^^-<^^ ^fci*>^ 
^e/x^t>, 1, A-i^^^^y^ ^j^nn:^9y. mo^mm^^ 1. 8-s?t 

ifi-s/i^n [5, 4, 0] hux^;i,T^>, N, N-y-fv:^n 

[0 0 6 7] 

CXSD 2] 

-fb-^ife (2d) },zmmm^^\m-^^^^^^^'i^ ^^^^ ^^^^^ ^^^"^ 

[0 0 6 8] 

^t-^m (3d) iiT>^-T&HU5^it^^i^t-J^*J^ ^^^^^ ^^^^ 

1. 4-i;:r=2^^iJ->^®^^'4i> 2 0iC*>e>2 0 0T;CD?aMT% 
[0 0 6 9] 

4 4 miiE# 2003-305305 



002-209373. 

I 

[X@D 4 ] 

^t-^m (4d) $:M7ct-SrilK:<fcy, it^m (S d) $:#§X@7?&^o 



[0 0 7 0] 

tm^D 5 3 

-fl:-^^ (5d) K^JVh^m:^^^^^^^^^-^^^^^^'^^ ^^^^ 

7K^(5D#:&T.- 2ox:A^fe2 0ox:<Dm^t?, h ^^^w 

[0 0 7 1] 
CXgD6] 

tiz^i). jt^m (7d) ^#S3:@-e&s. 

^rn [5. 4, 0] bux^;i.T^:^, n. n->:;^M v ^nif;i.:c 

^;i.T^>#©JSa®#^T, 2 0x:*^e>2 0 0x:®m^T% ^jS^r^^^^i*^ 

[0 0 7 2] 
[XSD7] 

-fb-^^ (7d) OD^OMblCj:*;, ^fc^ifel (8d) S:#SXeT'&So 
;K^S:^#i^bTli, turns tiS^T'li^^VN*^ ^ht^ 

4 5 miiE# 2003-305305 



2002-209373 

^oot:A^e,2 0x;(Z)^aSl:^ n-y^;vy ^^^^i., t-^^)VV^^2^. 
[0 0 7 3] 

(8 d) ic-fb-^^ (9 d) ^b^^ (1 0 ^> ^#SXmT' 

[0 0 7 4] 

cm^D 9 ] 

it-^m (lOd) mt^m (lOd-2) $:«m^^SSitS3i:lCJ:y, fl:^ 

(lid) &#-g>n:s-efeS- 

^\:.^m (iod-2) 2ibT«, :R^*iS5HcM^ii. a-K^^>. 
i_yn^-3-^^;i/-2->^7^>^<^)r;i/>!r-;wN^>f K> ^feii^n/'? 

5gA4, ^ (5 a) C^-f S, 
[0 0 7 5] 
CX5gD 1 0] 

it^m (1 1 d) (DP r o 3 &ffii^ill.T, it^m (1 2 d) ^#^XST'& 

So 

XgAl 4, ^ (17 a) Km-r^o 

4 6 ffil£# 2003-305305 



002-209373 

[0 0 7 6] 
[X5gD 11] 

i^-^m (lid) <o5'Bim^(3!)ffiiT;^^;wbEiiSici:u, vc^m ci s d) % 

_10 0X:^^^2 0X:«^aST'. #«Si^T. S^S?:^? 
yS#M-rSo #^CtIm^tlS#l?^i^^V^*^. #J^«. A{4cMi:bT, Pro 3 

[0 0 7 7] 

^SlVlSd) il^b^^ (13d-2) ^gi^M^^i^^^^^^^^J^ 
(14d) S:#^XSTfe^ = 

^fc-^i^ (i3d-2) iL\.x\t.. ^^m\zmx\t. ^-Yi^^-y^ 
D 1, ^ (2d) Km-r^o 

[0 0 7 8] 
CX5gDl3] 

4 7 2003-305305 



2 0 0 2 — 2 0 9 3 7 3 || 

j^-^m (1 4 d) (DP r o 3 s:si^«bT. -ffc-^^ (1 2 d) ^n^jmx'& 



XSAl 4, ^ (1 7 a) IC^-rS. 
[0 0 7 9] 

mTt:^^A<^ (10 a) ^5^<z)SiI^'e&So 

[^16] 



1e 



26 

R35 ^ R35 



[0 0 8 0] 
IXME 1 ] 

TK^^bU^^-^TA, 7K^>flS^bU't7A, :!Km'fb;ijU^A, ^mu^'!?/., ^^-^ b 

O-CTb^b 1 5 0°C(3!)?a^T*#M^-&T#^n^. 
[0 0 8 1] 

4 8 2003-305305 



#2 002 — 209373 



[XSE 2 3 

^fc-&# (2e) ^m^tayit.^mi^Xit'^m (2e) S:#SXS*^&So 

[0 0 8 2] 
[XSE 3] 

) cz)>ffc:-^i^<z)i'^<DM^M^'tcgm»&#Ab, ^ti-a-# (4e) ^m^x.mx^& 
A, Ti^m^iju^A^ mmv^^j^. mm^hvK^j^. mmi^v^j^. mm^t/ 

^^;i/U5^'?A, Uf^-^i/At^x h y ^5^;i/i/y F, U 'i'Atfx h u ^ 
5^;i/S/U;i/r^ F, :*rU ^^Atf:^ F U ;i/T^ F^<©ISSoD#iaET, 0 

CO 0 8 3] 



aSIE# 2003-305305S 



• 



2002—209373 




:*:^^ic#s^b-^# (I) (I) (D^^r^mt^m (i) otk^p^^ 

:^^^^ic«^<^^^tt#> mmmn<^^ tLiiiim^^^ s^^'fif^^ ^ 

[0 0 8 4] 

S^^lcJcy^^J, M> Wm. S^n^y:/M 
m«V^P>tV^®?^^J. ^^^i^ mi^m^M^^ feJ:tJ^^v^lCJ: 

y^^-fb^, a'fbM, i^jRie5i^J> ^wvS'iiM, phmis^j> i^^^i> ^mm 

li^^. ^^n. m^n. 'mm!mm\f^>i^nxf.%.. nm^^^mn. n 
^y. u^A^y^ym(Dm.i^y^m',^^}y^^y'm^^^^^^'^'^^^^-'^'^^ 

5 0 ffiiiE# 2003-305305 



• 



2 0 0 2 — 2 0 9 3 7 3 



;i.=i-;k 7i<utf-;i/x-^;i/, ^^;vi2;i/n-^, x^;vi2;vn-;^, r^tf 

5 1 mSE# 2003-305305 




#2 002 — 209373 



m 



i^mT;i/=t-;m, immWi. s/unv?*. u >SI^^. t;i/ 

^'s^tre.ti. s e>{CifeMi{c/;s:D, pHMMM. m^'fbM, =apix_i.5^, mummm 

iEitm, ^am, mm^. mmmmm. \f.^K-ym. r^jm. w&n. nnm 
s^at jc ^ y $ 4x -5 tc ^ s ft s „ 

[0 0 8 5] 

T'=fe<fcv^„ mxit^M. mm. mmn. -^-Tr^jvm. e/n^y:/M> vu~^m. 
m.xm. m^. ^mn. mMm. mmmm. mmm. m^m. m-mm. A^y>^^ai 

&mm<Dn-^M\t. i&m<Dmm> ^m. mm, i^m. n^mm-mcDrnm. mm, 

CO 0 8 6] 

^#*id:«#(Z), mm<Dmm. m#<D^«&. mmicMt^ 

m!^Bm^Aifiz^ijmh<mi(3t^ib\ m'^^At.ox i B^^tc^^j. mo, oa- 

lOOOmg, tS't.V<ltO, l-5 0 0mg, Se>{C^*b<tt0. 1-10 

Omg^lB l-mmiZ:Q'»Xl&^t^a ^mWKDm-^it. jS^JM/I g/k g 
- 3 0 0 0 g/k g"efey, 0^ L<«^3 Ag/kg-lOOOAtg/kg 

[0 0 8 7] 

^^tn^RT J& -5 t> JtsAT {CWJRS S tl S % <Z> t? }± V^„ 

[0 0 8 8] 



5 2 



aiSI# 2003-305305S 



2 0 0 2 — 2 0 9 3 7 3 



2. 6, 7-7-h^i^Fa:^u>-3-'f;i/] 



: imm^m^^)^ mmit^mz. ees^^tco 

^H-NMRCCDClg) 

6 1.18 (s, 9H) 5.45 (s, 2H) 6.06 (s, 2H) 7.34-7.39 (m. 5H) 7.58 (s, IH) 

8.18 (s, IH). 
[0 0 8 9] 

b) 2, 2-s;^^;v^ntf;r>^ C7 i -^^^i^- 2, e- 
litl 8] 



5 3 



mSE«2 003-305305 



m 



#2 002 — 209373 



m 



, 6, 7-5^h^t:>n>''y >-3->f;V] ^5^;i/3iX5^;b2. 66gS:N, N 

-^:;^"^a^;i/7jN;bAr^ F3 Omitc^gpb, ^^:trU'i7i:,i. eg, a-K^^ 

fe. ^^S: h;i/X>T' h U5^rLb-i/a>L, ^^IB-fb-^ifeF 2 . 1 6 g 
^H-NMRCGDClg) 

6 1.18 (s, 9H) 3.41 (s, 3H) 5.49 (s, 2H) 6.11 (s, 2H) 7.26-7.39 (m, 5H) 
7.57 (s, IH). 
[0 0 9 0] 

c) 2, 2-t;^:^^;i:fUifytym [l-:*^;i/-2, 6-i^:it^V - 1, 
2, 6, 7-5^h-^fc Kn:/U ^-a --r;i/] Tt^;^^:;^.^^^^^ 

[-ft: 1 9 ] 



dpv-1, 2, 6, 7 -T^h^t: Kn-^^U >- 3 ^^;i/x:;^7^;i/2. 3 
4-9 g^B^mi 0 Oml {C^fi?L, 1 0%7l^S;?'>A]^^l g S:Sn^, xK^#ffl 

8 7 1 g 
^H-NMRCCDClg) 

6 1.19 (s, 9H) 3.48 (s, 3H) 8.17 (s, 2H) 7.83 (s, IH) . 
CO 0 9 1] 

d) 2, 2-i^:^^;v':fui^:ty^ [7- (2-e7nn:7 3:n;i/) - i- 
:*5^;i/-2, e-i^Th^y-i, 2, 6, 7 -5^ b^t: Kn:;^U >- 3 




5 4 



2003-3053055 



#2002 — 209373 



[■fb2 0] 




CI 



2, 2-V:f^^;]y:fU\£:tym Cl-^^;i/-2, 6-P:t'^V- ly 2, 
6, 7 -7=- h^ti Kn^y >- 3 ->r;i/3 . 6 0 g. 2-^D 

n 7 31 >M 1 . ssg^mmmiii) i. 5 gS:N, n-s;?;i^;v7^ 
;i/Ar^ K3 0ml tC^Mb, lfUi>'>3.ml Srin^, mUlCX 3 BmmWhfc 

:?^sy'?ATi2Mb, am. am^mmvrc. a^^^n— 5^;i/ic^^u. 5jMbfc 

;i/ (3 : 2) ^mr^J-Mcfcy, lilH-fK-^ifer 7 2 4 m g &#fe„ 
[0 0 9 2] 

e) 4- [7- (2-^5'nn:7ain;^) - 3- (2, 2 -i;>'^^;i/yn t^>r 
~;v:r^i/>^5^;^) - 1 ^^^i/- 2 , 6-i?:r^y-2, 3, 6, 



2, 2 -i?pi5^;i/ynfcf::^>^ [7- ( 2 - □ n ai— 
-2, 6-S?:*'^V-l, 2, 6, 7 -7^ h^Vi Kn:/y >- 3 ->f 
x:;^7^;p7 2 4mg?:N, N - i;:>l^;i/jJ>;i/AT ^ K 1 5 m 1 KiM^b, N-e^ 



^112 1] 




2 0 0 3-30 



2002—209373 



?>m^mmh. 2, 2-e;^^;v^nif:r>m C8-^nn-7- (2 

-^nny=c=-JV) -i-^^^-Z' 6-i;:^^v-i. 2. 6, 
iiKn-^U>-3>f;v] ^^;i/x>^5^;v7 6 4mg?:#feo 3®%®S:l-t 
->rh;3pe/?!j;i/:i<-;i/t:°'^^t;>4 gillg^b, 15 0- cicin^bfco 3^^ 

^^^,l,^^^^nvh^-5^7^-lCT«iSU /s^-9->-Itmni^;V (3 : 2) 
^ffi4)-lB J: y . 7 2 4 m g &#:/^o 

[0 0 9 3] 

f) 4- [7- (2-^an7ai=.;i') -i-^5^;v-2. 6-e;:r^v- 
2, 3. 6. 7-5^h^iiKa-iH-yu>-8->f;v3 

[^b2 2] 



0 Q^Cl . 

u ^ 



4_ t7- (2-^^nn7ain;i.) -3- (2. 2-i;;^^;b:^ni-^-;v:t 
-l-^^;v-.2, 6-S?:r^y-2, 3. 6. 7-^h^t^Kn 

A2oomg&io;^, Muicxm^mwhr.. ^mmiziN-^m^m^^ mm 
ai^Mcxmrnvfc-. mmm^myi^mm^if^^>^^'^'^^^^ ^'^^ ^^^^ 
m^r^o ?^^?:x-^;vtcsi^b, Situ muit^m^ ^ oms^mr^o 

^H-NMRCd^-DMSO) 

6 1.35 (s, 9H) 3.04 (s. 3H) 3.06-3.12 (m, 4H) 3.17-3.22 (m, 4H) 7.48 (d 
t. J=1.6, 7.6HZ, IH) 7.53 (dt. J=2.0. 7.6Hz. IH) 7.63 (dd. J=2.0, S.OHz. 

5 6 m«E# 2003-305305 



11^2 002 — 209373 



IH) 7.65 (dd, J=1.6, 8.0Hz, IH) . 
[0 0 9 4] 

g) 4- [2-i^nn-7- (2-i5^nD73i~;v) - i 6 

[>flS 2 3 ] 

4- [2, 6-y^nn-7- (2-^^nn7x-;v) -iH-^vy-s-^ 

at 2. A] 



CI 



4- [7- (2-i^nn7ai^;i/) -l-^^^-2, 6-i^^:^^V-2, 3 

^ 6, 7-^h^iiFo-iH-:/u>-8-^;v] 

t->r^;i/XX^;V7 8mg«::t^S/m<bU>3inllC^fi?b, 1 2 0° C 

-®t,(3[)&t-y^;vs;:iJ-^*-^5 0mg; •5=- b^tl Fn^^^^ 1 m 1 
, k^7Km:^-hU^7Al OOmg, tKO. 5 m 1 (Z)^^?^*i^^i^'> ^^^^-"^ 3 

_ 1-2. (2 -^^Dn7a.-;v) - 7 >- 8 

mx^;i. (1 : 9) mHi^m^^). 4- C2-^nn-7- (2-^DD7a:n 

-i-^^;v-6-:r^v-6. 7-e;t:Kn-iH-yu>-8--f;v] 

5 7 mi£#2 003-305305 



2002-209373 



[0 0 9 5] 

h) [7- (2-^^0a7x-;v) -i-^5^;i/-6-*^V-8- (tf-^ 



^py-i->(jv) -6, 7-5^tiFn-iH-':/y>-2->f;v:r^^>] 

[-fb 2 5 ] 

4- C2-^nD-7- (2-^nn7x-;v) - i 6 -:4-^y- 
6. 7->:;t:Fn-iH-:/u:y-8->f;v3 ^ 
_V^;i.x:;^^;v 1 0 mg. n-;bMx^;^:i^^^^l^ 1 0 m g S:N-^5-;v 

mm^wi^tco Rmm-^mm:^^^i^^M^^ iN-mm-^mwh. 4- C7- 

-^^y_6, 7-i;tiFn-iH-^';>-8-^;v] }-^^^:^y- 1-^^^^ 
ym t-V^;i/x>.5^;v2 4mg^#^co r®%08mg^hU:7;i.^ni^^ 

MS m/e (ESI) 447 (HH'^-CFgCOOH) 
[0 0 9 6] 

^K^^:^y-l-^^^^^ -6. 7-p -vK-n-iH->^nv-2-^;i.:t^->] 



Hb2 6] 

0 



miiE# 2003-305305 



m 



200 2-209373 



4- [7- (2-i^nn7:c~;v) - 2 -x b^>>;?7;v^-;v^ i " 

MS m/e (ESI) 419(MH'^-CF3G00H) 

iirj\-(2- ^r,n^.,^;U)-2--v^n^h^V-8- (>:^-<^-:^' 
a) 2, 2-i;>t^;i.-:/nil°:r>m [7 — <>S?;b- 3 -(2, 2-S;^^;i/ 

^nif:r-;v;r^s/^^;v)-2. 6 ->:;^^^^y- 2, 3. e, 7-5^h^tiK 




0^ 

7-K>e;;v^iJ->^>9. 5 4gS:N. N-^:;^^;v>J->;v^r^K2 5 0m 

[0 0 9 8] 

b) 2. [3-(2. 2-i;;^^;v:/ntf:r-;i.;J-^ 

5.^^;i.)-2, 6-t;:r^y-2, 3. e. 7 -t- h^ti Kn:/U 1 



?X5^;V3 : 



5 9 



mm^2. 003-305305 



||pp2 0 0 2-2 0 g 3 7 3 ^gj^ 

[>fK 2 8 ] 
0 0 H 

0^ 

l:f;r-;i/^3f>»l^;V)-2. 6-V7t^^J-2, 3. 6, 7-5^h^iiKn:/ 
[0 0 9 9] 

c) 2, 2-i^^^)v^u\^:tym[T- ( 2 - n -3- (2, 

2-yit^;i/:/ne;rri;v;t-^t/;i^;v) -2, 6 ->:;?:r^y- 2. a. e, 7 

0 0 Q • 

2. 2-i;7t^;i/^Otf^>^ [3-(2, 2-y^^;v:^ne:^n;V:4-^>> 

^^;v)-2, 6-i;:r^v-2. 3, 6, 7 b^ti Kn:/y 1 ->f ^i^l 

^H-NMRCCDClg) 

8 1.16 (s, 9H) 1.22 (s, 9H) 5.99 (s, 2H) 6.19 (s, 2H) 7.42-7.52 (m, 3H 
) 7.58-7.61 (m, IH) 7.73 (s, IH) 
[0 10 0] 

d) 4-[7- (2-^Dn7a.:^;i.) -1. 3'^::^- (2, z-V:^^}^:^ 
nif;r-;i.:r^S/^5^;i^) -2. 6-i^^:t^ry-2, 3, 6, 7-7^h^t:Kn 

6 0 i^^^ 2003-305305 




2002—209373 



[>fK 3 0 ] 

n 

0 0 V^ri 
0^ 

2, 2-i;;i^;v^nbf;r>^l7- (2 -^nn v'x-;!.) -3- (2, 2 
-y^^;v^nt!:r-;v:r^s/^^;i/) -2, 6 -$^^:t:¥v- 2, a, e, 7- 

^^^^^ 1 ;v] ^^;vx7.^;V^ffiV^T^^feM 1 e) ilt^^lC 

1h-NMR(CDG13) 

8 1.16 (s. 9H) 1.23 (s, 9H) 1.44 (s, 9H) 3.20-3.35 (m, 4H) 3.32-3.37 ( 
m, 4H) 5.92 (s, 2H) 6.09 (s, 2H) 7.41-7.49 (m, 2H) 7.52-7.57 (m, 2H) 
[0 10 1] 

e) 4-[7- (2-^n07a.n;i.) -1- (2. 2 - )\^-':fn}d::^=^ 
-2,-6-i;:r^V-2, 3, 6. 7 -5^ h ^ Fn - 1 H - 



[-fb 3 1 ] 




4-[7-"(2-^^Dn7:n::i;i.) "1, 3-1-:^- (2, 2-e^^^;V^nVf 

;r^;v:t^e/^^;i.-2, 6-e;:r^v-2, 3, 6. 7-^b^iiKn-iH 
-^y>-8->f;i/) t?/<^>:^'>-i-^>'V'i<>^ t - >^^;vx:;^5-;v2. 2 

2 7 g%-5^h^ti Kn7^> 1 Oml, ^^5? 7-;V2 OmlC^«?fb, 1, 8- 
yTiftf^>>^n[5. 4, 0]^7>7=;?J-7-X>0. 5l8mlS:in^> ^^IC 
TJi^:^m#Uf=.. IN-m^&iinx, #fmbfe®f^^5:6iig, IS^b, ^^b^^ 
1 . 0 2 5 g S:#feo 

6 1 2003-305305 



2002—209373 



^H-NMRCCDClg) 

8 1.16 (s, 9H) 1.44 (s. 9H) 3.22-3.24 (m, 4H) 3.33-3.35 (m. 4H) 5.90 ( 
s, 2H) 7.43-7.47 (m, 2H) 7.51-7.57 (m, 2H) 8.71 (br, IH) 
[0 10 2] 

f) 7-(2-^^na7x-;i/)-2->>^n:/b^^>-8-if-^^e^>-i->r 



Uh^ 2] 



0 Y^ci 



0 



(2-fan7x^;i-) - i- (2, 2-V*^)^^a^*=-}^* 

N-J?^*;l.*«'AT5K0. 3ml(C»»b. ^n^S.i' D ^<S< ^ 0 . 0 5m 

*tcTift»bfe. ««B*iS«L.fe. sJts^^f ^-^'=^»<'- 
MS »/e (ESI) aVBCMH'^-CJjCOOH) 
[0 10 31 

a) 2, 2-y^*;^^ne*>«S C7- (2-y*^;W -l-:**^"- 



ffi|E#2 003-305305 



2002-209373 

[-flS 3 3 ] 
0^ 

6, 7_5.|.9t:Kn>^U>-3->f;V] ^^^^l^^^^^'J^l- 871g&N, N 

^i^>-f^^a:^>n. <3 ; 2) mm^m^^). mmi\i^m2. 1 2 g^#f-o 

[0104] 

b) 7- (2-y^-;v) -i-^^;i^-3. 7-S^tKn:/U>-2, 6 



UtZ 4] 
0 



H 

2, 2-i;^5-;v^ni-;r>m C7- i2-f^:=.JV) -l-;<^;V-2 
6-j;^^V-i. 2. 6, 7-^b^t:Kn:/U>-3->f;i/] ^^^i^^i^^ 

^H-NMRCCDGlg) 

6 1.91 (t, J=2.4H2, 3H) 3.39 (s, 3H) 5.10 (s, 2H) 7.93 (s. IH) 10.62 (s 

, IH). 
[0 10 5] 

c) 4- [7- (2->^5^-;i/) -l-;l^>>l/-2, 6-i;5}-^y-2. 3 



6 3 mSE^^ 2003-305305 



m 



#2 002 — 209373 



[-flS3 5] 




H 

7 - (2- y'"^—;!/) - 1 3, 7 Kn:?^y 2, 6-s?:r 

^H-NMRCCDGlg) 

6 1.48 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.37 (s, 3H) 3.37-3.39 (m, 4H) 3.5 
8-3.60 (m, 4H) 4.87 (s, 2H) 9.68 (s, IH). 
[0 10 6] 

d) (7- i2-zr^:^Jl) - 6-:t^)^- 1 

--Y;i/-6, 7 -e;ti Kn- 1 H-:;?^U 2 --f 

C^fc3 6] 



4 - [7- (2 - 1 2, e-e;:tdry-2, 3, 6, 

-:/^;px:^7^;i/8mg, 2 - ^'"n^^ai— ;n|^^:>i^;i/x:^7^;i/l Omg$:N 
, N-$;>t^;Hi>;i/Ar^ KO. 2mllC^«?L, ;^^:3Jj U A 1 0 m g SriO^ 



MS m/e (ESI) 451 (MH'^-CFgGOOH) 
CO 1 0 7} 

Mmm5. 7- (2-zf^=Ljv) - 2~i/^u^^i/J]y:!^^i/'- l'^:f>^)V- 




ffi|I# 2003-3053053 



11^ 2 002 — 2 09373 





1 r Ho-v^p 



MS m/e (ESI) 359 (MH'^-CFgCOQH) 

[-ffc; 3 9 1 

0 




N .NH 




6 5 



ffiiE#2 003-305305 



|||p2 00 2-209373 




HO'S^F 

MH F 



n 1 I'^VO" 

MS m/e (ESI) 417 (MH^^-CFgCOOH) 
[0 111] 

^mm9. 2- r.- r..-^^:^;V) - l - 6 -:t3rV- 8 - (t^ 

[^b4i] 



0 




>-N ,NH 



2->r^^:/^l^^>^:^^>'l^«:Mv^T^^6^J4i:l^^^c^ab, ^IBbU7 
f->>y^>?f>:W±e.Ui/T^t^iS NH-DM2 0 3 5) ^MV>T^U*rh^ 

^y.^mmi^. (20 : 1) ^m^-iiii:y^SH^i^^^ 

MS m/e (ESI) 404 (MH"^) 
[0 112] 



jlSSE# 2003-305305 




1^ 2002-209373 

0 , 

4- L7- (2-:/^-;V) -l-^^;V-2, 3, 6, 7 

^^;VX>^^;V8mg, 2->rn^>^n^:r>m:c^>'V:^:^^>'H0mg^N,, 
N->:^:*^;i^^WV^r^KO. 2iallC^«?U ^^:^,y^7A10mg?:JO^, 

wx.. ^mm^^mx., 4- [7- (2-:/^::i;v) -2-(i 

-;i,0. 4mllC^0b, 5N-7Km^^^'J'i7^^^^0- 1 «^ 1 ^^^^^ ^ 

-j.|,^^^^-lCT«iSb, ®SB^l:-^i^3. 37mgS:#feo 
MS m/e (ESI) 375 (MH'^-CFgCOOH) 

ili!!^ 7- (2-^'^:^;vl^ -^^^^-^-^-^^^^-«- 

a) 4- [7- (2-^^-;W -2-<?nn-i-^^^^-6-:^^v- 
6, 7-s;tiKn-iH-^y>-8-^;v] t^'^^e^'^-i-^^'^^^^^ ^ 

C^fc;4 3] 



0 

4_ t7- (2-:/^-;i^) -2. 6-s;^^^na-7H-^u>-8--f;w] 

6 7 m®# 2003-305305 



(^—2 0 02 — 209373 



C'fK4 4] 

4_ t7- (2->''5-~;V) 6-$;^:r^V-2. 3, 6, 

7-5^h^iiKn-iH-yu>-8-^;v] i^/<^e;>-i-*;v>i^^>m t 

-:/5^;i.x>^5=-;V5. l27g^:^^S/m'ftlU>7 5mlK:^Mb, 12 0°CIC 
T^^^b^c, .RP&?SS:?g3^b. 3^^S:5^b^liKn'7^>50mllC^«?t 

hU^7A100g,7K200ml <7>M?^*tC^¥. mUKX 1 ^1^ 

7- i2-zf^=.jv) -2, 6-e;^na-7H-/u>-8->f;i.] tf-^^s^ 

t-^^JVX.y^^JVl. 3 4 8 g [iH-NMRCCDClg) 8 1.5 
0 (s, 9H) 1.87 (t. J=2.4Hz. 3H) 3.64 (m. 8H) 4.81 (q. J=2.4Hz, 2H)] 
y^^^y-mm:r.^^ (1 : 9) ^ffl^lffii:*;. 4- [7- (2-^5^-;!/) " 
2-^Dn-l-^^;V-6-:4'^V-6. 7-^:^1:: Fn-lH-yU>- 8- 

.f;u] tf-^^i^^-i-^^V'i^^^ t-y^;v«^>'V C^H-NMRCGDCig) 6 1 

.49 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.42-3.44 (m. 4H) 3.59-3.62 (m. 4H). 3. 
73 (s, 3H) 4.93 (q, J=2.4Hz, 2H)] 1. 2 3 8 g#fe= 
[0 114] 

b) 7- iz-^^^jv) -2-^h^e/-i-^^>'i^-8- 
-i->f;i/)-i» 7-s>^viKn>^u:^-6-:^> 

Ub4 5] 



TjCVnOih 

4_ (2->r^-;v) -2-^nn-i-;^^>'i^-6-:t^y-6, 7 

6 8 ffi®^ 2003-305305 



2002-209373 



1 



^^ffi^l^^m^*c^nvb-i^^7>f-lC-C«$Sb.. ^m^t^mi. 7 2mg^# 

MS m/e (ESI). SlTCMH'^-CFgCOOH) 
[0 115] 

-1. 7- ^^\±\^n-:rvy-6-:ty 



(2 0:1) ^ffi^®<J: U lilB^lS'^^^5:#:/bo 
^H-NMRCCDGlg) ■ 

8 1.42 (t, J=7.2Hz, 3H) 1.82 (t, J=2.4Hz, 3H) 3.02-3.06 (m. 4H) 3.40-3. 
42 (m, 4H) 3.46 (s, 3H) 4.51 (q. J=7.2Hz. 2H) 4.90 (q, J=2.4Hz. 2H) . 
MS m/e (ESI) 331 (MH"^) 
CO 1 1 6] 

Hb4 7] 



0 



6 9 2003-305305 



2002—209373 



HO 



0 



4-[7- (2-5f9=--;i') -2-i>aa-i-:f-^n>-6-*^v-e. 7 
6, 7-yl:K^-lH-:^'UJ'-2-'f;^**■>l»® hy7;i/*B»»a[ 

MS l/e (ESI) 361(MH+-CF3C00H)l*#fe. (7- ( 2 -T/f^-^l') -1-:*^^ 

-6-**y-8- -6. 7-ytKn-iH-yu 

9y~^-i-f;b) -6. 7-ytKn-iH-^yv-2-^;v**J'l»® 

X*;VX3>.?;K1h-NHR(GDC13) 6 1.29 (t, J=7.2H2, 3H) 1.83 (t, J=2.4te, 3 
H) 3.02-3.06 («. 4H) 3.38-3.41 (-. 4H) 3.55 (s, 3H) 4.22 (,, J=7.2Ez. 2H 
) 4.90 (q, J=2.4HZ, 2E) 5.03 (s, 2H) , MS «/e (ESI) 389(HH+)] 

i y^!! 7- .o-^^x«.) -2- r->--h^-vxh»-» -1-;^ 



ffi|iEi^2 003-305305 




2 0 0 2—2 0 9 3 7 3 



HK4 9] 

MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 119] 

R. 1- r7- (2-^^r.;M -1-^^;V-6-:^:3py-8- ( 

[^1:5 0] 




IH-NMRCCDClg) 

8 1.19 (t. J=7.2Hz, 3H) 1.39-1.42 (m, 2H) 1.67-1.71 (m, 2H) 1.83 (t, J= 
2.4HZ, 3H) 3.02-3.05 (m. 4H) 3.37-3.40 («. 4H) 3.49 (s, 3H) 4.14 (q. J=7 
.2Hz, 2H) 4.90 (q, J=2.4Hz, 2H) 
MS m/e (ESI) 415 (MH"^) 
[0 12 0] 

g^^Mi7. 1 - r7- (2->r^n;v) - i 6 ^V- 8 - ( . 



ffi|iE# 2003-3 0 5305 



2002—209373 



HO 




4_ C7- (2-:/^:^;i.) -2-^^nn-i-;^^;i^-6-^^v-6, 7 

ttffibfc^ 4- C7- (2-:;^^^x;v) -2- (i-xb^pj. 

^;vdfx;vs.^rn:/ad<^^» - i 6 -:r^v- 6. 7-s;t.Fn- 

Smg^Wfc, ;r(Z)%®5:X5e7-;i.O. 4ml, 5 N -*^^t:^ b u 'i^^*^ 

?go. imiic^^u 50= cKxm^mw\.t=.. ^mmzii^-um^Mx 

, i^^a:^;i/lcTttmbfc. ;t#M^mi®b, 4- [7- (2-^^x;v) -2 
- (i-^;v7K^$/e/^'D:^n7K=Jr>» - i 6 -:^^v- 6. 7->:>' 
i.Kn-lH-:/U>-8->f;i.] l t-^^^;i.x 

;^-r;i.2 2mg^#fc, -(Z>%(Z)i iingS:bU:7;v^nilimic^«?b, f^J^b 
fc. 3^^?:^^B^1^5tm#:^^nvh^'^^^-lcTHt$Sb, Um^^mi, 64 
mgS:#;t„ 

MS m/e (ESI) SBTCMH^-CFgCOOH) 

[-fbs 2] 



H2N. 

0 

7 2 ttiiE^ 2003-305305 



2002—209373 



• 



4- [7- iT.-'f^^)^^ -2 - (i-;!3;i/#^$^s^^nyD3K^S/) -1 
izmmi.. hUx^;i.T^>o. 0 5ml, ^rani^^x^/vo. osmi&in 

^^mtCTl 5^«#bfco 2 0%T>^-T7K0. Iml^mX. ^^KX 1 

MS m/e (ESI) 386 (MH+-CF3COOH) 
[0 12 2] 

1 Q. 7- (2-'^-i^-;i/) -l -^^;i^-2- 



ti KP >- 6 h^}yjV:tU 
C-fb 5 3 ] 

0 



MS m/e (ESI) 387 (MH+-CF3COOH) 
[0 12 3] 

^^M2 0. 7- (2-^'^ii; i^-> -l-^^;V-9,--7x. /^->-8- (If 



[>ffc 5 4 ] 



7 3i>^-;v&MVNT^JiMi 3i:ra«ic^Sb, =^SB^t:-^i©?:#fe< 



7 3 



2003-305305 



(j^pl 2002 — 209373 ,||^ 
MS m/e (ESI) 379(MH"^-CF3C00H) 

-R. 7--:;b:K r.-iH-^u:/-2->r;v] 

C^b 5 5 ] • 



0 

MS m/e (ESI) 373 (MH"^-CF3C00H) 
[>fb5 6] 




4_ n7- (2-^^-;V) -2-i^DD-l-^^>'l^-6-^^V-6, 7 

;vzn^^;i,8mg, ^b^^::.by:7xn;i.^X7^>/^^e;>^';'A2mg&^:;^^^ 
^-9->o. 2miic^MU ^5^;vi.'>^^'nUK (1. 5^;v5^b^i^Fn7 

^>^m) 0. 2ml^M^. 50=CICT0. 5^Mm^^bfc. S/lSm^raJ^b 
MS m/e (ESI) SOKMH'^'-GFgCOOH) 

7 4 miE# 2003-305305 



200 2—209373 



• 



C>fb5 7] 



4_ C7- (2->r^^;v) -2-^nD-l-^^>'V-6-:r:^V-6. 7 

ap-9-^0. 2ialJC^^b, ^'^;i.Y^*:^^2.'i7i.^'nUFO. 5ml (2. 0^ 

iii^->^^^ny F2ml (0. 5 b "^li Kn 

y^zymm^ «:fe&*M^«)tS^by^^mo. 3 m 1 §:ia^. 5.0" cJCT5^r^ 

MS m/e (ESI) 343 (MH'^-CFgCOOH) 

i^jp.I^ 7- r.-/^r.;u) -i-^^;v-2-^>>:;;v-8- (1^°^ , 
[>fl: 5 8 ] 



.^>^:;;v^^':^e/'^/^^ny Fo. 5mi (2. o^;vs?m^;v:n-^> 
) iis;>^^nu F2mi (0. 5^;v^h9tiFn:7^>^§m) S:^^*^ 

MS m/e (ESI) 377 (MH+-CF3COOH) 



miiE# 2003-305305 



2 0 02—209373 



C^K 5 9 ] 



u 



7:n*^;V-T^:^i/'?A^^nUK0.. 5ml (2. 0 ^;i^i^:^^)V:n-^JVm 

MS m/e (ESI) 391 (MH"^-CF3C00H) 
[0 12 9] 

mmm26. 7- f 2 --^^-^n;!.) - i 2 -v^in;!.- 8 - (if^ 



[^b 6 0 ] 



4- [7- (2-y^-;v) -2-^ni3-l-^^;V-6-:^^V-6. 7- 

5;tiKn-iH-:/u>-8-^;i.] i-^^vy-i'ii)^^^ym t-^^;i. 

:^;i.hi;>^^;i/^>2 0mg?:e^:r^i?->0. 2inllC^Mb, 80°CICT5^ 

MS m/e (ESI) 363 (MH+-CF3COOH) 
[0 13 0] 

-:;v-i->f;>v^ -1- 7-ybiKn^u>-«--^-^ kU7;i/^p 



mSiE# 2003-305305 



'ifU^ 2002 — 209373 



C^b 6 1 ] 



4_ C7- (2-y^r.;i.) -2-^nn-i-^^;v-6-:r^y-6, 7- 

x>r.^;i/8mgS:2o%r:y^-r*^mo. 2miic^MU. boxjkits^ 

MS m/e (ESI) 302 (MH'^-CFaCOOH) . 
[0 13 1] 

mmm28. 7- (2-^^ = -r^.>^ - i 2 -^5^;vT^ >^ - (8- 



Hi: 6 2] 



H 



4"- [7- (2-^^-;i/) -2-i^CID-l-^^>'V-6-:t^y-6, 7- 

j;viFD-iH-yu>-8-^;i/] i-^^i^'>-i-^>'v^>'^ t-:^^;v 

ai>^5=-;V8mg^4 0%^^;VT^;y:^^m0. 2mUC^«Pfb. 8 OXHZX 5 
MS m/e (ESI) 316 (HH"^-CF3G00H) 

I 

(0 13 2] 

mmm29. 1- (2-^'5-n; u-> - 1 - 2 -f^^^^vr^ ^ - 8 - 



ffiSE# 2003-3053053 



2002-209373 |^ 



[-fb 6 3 ] 
0 




«^ F 

I 



4- [7- (2->^^-;W -2-^nD-l-^^>'l>-6-:r:3pv-6. 7- 
^H-NMRCCDClg) 

8 1.82 (t. J=2.4Hz. 3H) 2.83 (s. 3H) 3.02-3.05 (m, 4H) 3.39-3.42 («, 4H 
) 3.56 (s, 3H) 4.90 (d, J=2.4Hz, 2H) 
MS m/e (ESI) 330 (MH"^-CF3C00H) 
[0 13 3] 

mmm^o. r - /- (2-^^n;v) - i - 6 -:r^v- 8 - 

^-:;2/-i->f -6. 7-f;^KKn-iH- -^^^->-^-— ^-^i^-^^^^J 

['ffc6 4] 




4_ (2->r^-;v) -2-^^an-i-;^^;i/-6-:r^v-6. 7 
e/>x^;bx;^f^;i. J^m:^i5mg, sux^;vr^>5 0/.iS:*n;%.feo 8 

7 8 miiEi^ 2003-305305 



•f|^2 00 2 — 209373 



i 



MS m/e (ESI) 388 (MH'*"-CF3C00H) 

lllVl. C7 - (9.-^^=.JV) -1-:^-^;i.-6-:tapV-8- (bf^ 
[jb6 5] 




4_ tv- (2-::^'^-;v) -2-^Dn-i-;^^>n/-6-:rdpy-6, 7 
Kn- 1 H-:^u >- 8 tf^^^:?>- 1 t -^^ 

:/t-^^^;i/x>^5-;v mmmi Smg, b U :r^;VT^ > 5 0 a* 1 S:in;tf^o 

„ 3^^5:^*B^l«^m#:^nvb^^7^-lc-C«^U @fa^b^^2. 3 6m 

MS m/e (ESI) 360 (MH'^-CFgCOOH) 
[0 13 5] 

^^M32. C N -r7- (2-^--^.:in.) -T;.^.;V-6-:t^y-8- 

-6. 7- -->-vK-n-iH-:/MV-2-^;b] 



miE# 2003-305305 



1^ 



2002—209 373 



[>flS6 6] 




O 

"NH p>|^OH 
F 




3 0 ill^^tC^^ll/. ^IS 





OH 



8 0 



miE# 2003-305305 



2 0 .0 2 — 2 0 9 3 7 3 



1 




1 JL^>-^ 



3 0 nmw^^Mv. ^SB 



^'^C02Wle 

it-^^O, 7 4nig?:#fc= 
MS m/e (ESI) 414 (MH'^-CFgCOOH) 
[0 13 9] 

36. 9.- r7- (2-'^-»^:^;i^> -i -^^;i.-6-:r^y-8- ( 



^^^^^J^^-l->fnA -6. 7-e >v Ktl-lH->^i)V-2-^;VT^>^] 
Ut7 0] 

o 




NH 



o 



IS^b-^ifel- 2 0mgS:#fe- 
MS m/e (ESI) 388 (MH'^-CFgCOOH) 
[0 14 0] 

^^M37. 2 - r7- (2-^'^rL;i.) -l-p^5-;V-6-:^:3ey-8 :Z-( 

H/<^^2;2/-i->^n>^ -6. 7-t ; HKa-iH-:/i)v-2-^;vy^^] - 



8 1 



ffigE# 2003-305305 



2002—209373 



i 




NH 



[<IS7 1] 



H 

2 - r ^ y >f \f:f^)vm:^'^^^^^^^^ 

MS m/e (ESI) 402 (1IH"*'-GF3C00H) 
[0141] 

g^MlA. ^-^^ -2- r7- (^-/-priM -i-^^;v 



6 




[^1:7 2] 




OH 



b^ '^iH 




H 



^la^b-^i^o. 7 6mg&#;/^o 

MS m/e (ESI) 374 (MH'^-GFgCOOH) 



8 2 



ffi|E# 2003-305305 



i||||^2 002 — 209373 



1 




[lb 7 4 ] 

o 




NH 



MS m/e (ESI) 402 (MH^-CFgCOOH) 
[0144] 



[>ft7 5] 




H 



NH 



O 



4_ C7- (2-:f^-;V) -2-^^l3n-l-^^;i^-6-:^^V-6. 7 

-$;iiKD-iH-:/u;y-8->r;w] tf/<^5^>- 1 ^-^^ 

;i.x;^5=-;H0mg&l-^^;v-2-traUK>'0. 15mltc^^b, 2- 
a.h.ft.x^;i.r^>20^l5:Sn;lfc. 8 OX^ICT 1 E^f^^^^bfc^, 

MS m/e (ESI) 374 (MH"^-CF3C00H) 

lllVJ. 7- ^^-^^x;.) -i-^^;v-2- (^;v>j-^u>:z4^ 



8 3 



mte# 2003-305305 



2002—209373 





OH 



1 11 NH 

MS m/e (ESI) 372 (MH+-CF3COOH) 
[0 14 6] 

^^M4... a- ^-^--^-^^^-^^^-^- -i-^^^i^-8- 
o 



"OH 



MS m/e (ESI) 392 (MH^^-CFgCOOH) 

^^^..v-i-^;i.) 7-£;^Fn-iH-^^;^-2-^;u] i.°^u 



miiE#2 003-305305 



2 0 0 2 — 2 0 9 3 7 3 



Et02C 



O 



OH 



4 1 nmmzmmi^. m^&it^ 



. 4 3 mg S:#fco 
MS m/e (ESI) 442 (MH"^-CF3C00H) 
[0 14 8] 

^ifeM4 5. 2- m-K>y;K 7 ^ -f ;i^ r^y) -7- (2-^^r.;i.) -i 

[^li 7 9 ] 




N 



. 3 8 m g S:#fco 
MS m/e (ESI) 406 (MH^^-GFgCOOH) 
[0 14 9] 

^ifeM4 6. 7- rp--^^ri;ix) - 2 - (4-e ^nP^->^^V;i^y^^) -i 
_^^;i,-8- (v>'x^^^-2/-i- ^^i>^ -1- 7--:;>'tiKa-':/Uv-6-::r 

2/ hU7;v:rn 



[^b 8 0 ] 



ci- 



ffiliEi^ 2003-305305 



2002—209373 



MS m/e (ESI) 426 (MH^^-CFgCOOH) 
[0 15 0] 



C^b 8 1 ] 




MeO 




^^iy^ypjur^y^m^'^xmmm^ i ti^^i^c^ai-^ «JSB^fc^® 

3. 7 7mg ^#fec 
MS m/e (ESI) 422 (MH'^-CFgGOOH) 
[0 15 1] 

^^M4 8. 7- rP.->^^n;v) -i-^^;v-2- (P.-^:^^.;^^!^;!. 
>rs7) -8- (y-y^^-J-^-l- -^^^^ -1' 7---?i-KT:i-:^U>-6-;r 

[-fb 8 2 ] 

>'3l:^^!ilr^>S:MV^T^^iM4 li^H^lC^lIb, «fa^b^i©2. 70m 

MS m/e (ESI) 406 (MH"*"-GF3C00H) 
[0 15 2] 

mmmA9. i- c 9.-^^=.^v) -i-;^^;v-2- FN- (2-7a:-;v 
:n^;u) 71-8 - i ^^^ - 1 -1- 7-i>'i:iKn 



8 6 



mmtn 2003-305305 



2 0 0 2 — 2 0 9 3 7 3 



[^b 8 3 1 




2. 1 7 mg 

MS m/e (ESI) 420 (MH+-CF3COOH) 
[0 15 3] 

^.i^MBQ. 1- r^- - 1 - 6 -.T^V- 8 - ( 

['ft 8 4 ] 
o 

kJ' , — . ,.11 

OH 




COzEt 



, 9 3 mg 

MS m/e (ESI) 442 (MH'^-CFgCOOH) 
6 KiJ7;V:^ni 



2003-305305 



2002 — 209373 



[>flS 8 5 ] 



-N 



1 r />-n' nh L^^^OH 




H 



6 2 m g S:#fea 

MS m/e (ESI) 393 (lffl"^-CF3C00H) 
[0 15 5] 

^^M52. 1 - r7- (2-f^=:-nA -i-;^^;i.-6-:r^y-8- ( 
,...^....-1 -6. 7-yHKn-iH-:;fVv-2-^;v] if/<U 



['fb 8 6 ] 

o 



(-^N-^N-^N F 

. 9 7 mg 5:#fe= 

MS m/e (ESI) 442 (MH'^-CFgCOOH) 

[0 15 6] 

^i^MBs. (s ^ -1- r7- C2-f^=.n.) -1-:^^^^'^-^^^ 
-8- (e^^$>-v-i-^;v) 7-^^i^Kn-i H-'^u>-2->f;v 

[>ft; 8 7 ] 



^^""COOH 



N m 



8 8 



^WM 2003-30 5305 



^11^2 002 — 209373 

^ 

MS ffl/e (ESI) 400(MH'^-CF3COOH) 
[0 1 5 7] 



HtS 8] 

MS m/e (ESI) 358 (MH'^-CFgCOOH) 
[0 15 8] 

^M[5 5. 7- f?.-':^-^--;!/ ^ -2- (N-:^^n.-^^nyr^J) -1- 

C>fb 8 9 ] 

o o 

N-x5-;^^^;^T^>&mv^T^^fe#>i4 l^m^llC^St.^ ^fS^b^i^S. 2 
7nig 

MS m/e (ESI) 344 (MH"^-CF3C00H) 
[0 15 9] 

mmm^^e. ( p ^ -i- r7- (2-3r^n>M - i - 6 -;r^y 

-8- (tf/^^-2>'^-i— f^^^^ -6' 7->:^v-Kn-iH-vu>-2 ->r;v 

8 9 ailiE#2 0 0 3 -3 0 5 3 0 5 



||P^2 002 — 209373 

[-fisg 0 ] 
o 




OH 



602Et 

MS m/e (ESI) 442 (MH'^-CFgGOOH) 
[0 16 0] 

-8- df/^f^^J^V-l-^f^^^^ -6- 7-?>'tiKn-lH-'ytJ>-2 -^;i/ 




COaEt 

9 4iiigS:#fe- 
MS m/e (ESI) '442CMH'^-CF3C00H) 

[0 16 1] 

^ifeMSS. CN- r7- (2-^ -^ ::i;V ) - 1 - ^ ^ 6 -^^ V - 8 - 
(bf^^>:>'>-l->f^i>^ -6. 7- -v-HKn-iH-/U-^-2->f;v3 



ffi|E# 2003-305305 



2002—209373 



[-fb 9 2 ] 




NH 



"OH 



4 1 iim^lC^SO. miL%^'- 



. 0 0 mg S:#:fe:o 

MS m/e (ESI) 355 (MH'^-CFgGOOH) 

[0 16 2] 

^WJ59. 7- (2-:/^r.;i.) -2->ry-^at;;vr^^-i-^^^i^- 

8- (trx;^i^^:^-i-'<>'i^) 7-i;t:Kn-:^U>-6-^> b U "7 



o 




NH 



^:y^oH 



4_ CT- (2->^5--;v) -2-^nn-i-;i5^;v-6-^^v-6, 7 

MS m/e (ESI) 344 (MH'^-CFgCOOH) 
[0 16 3] 

60. 7- r2-^^zi;. >^ -i^^^;v-8- (tf i — 




miiE# 2003-305305 



2002—209373 



m 



HlS9 4] 




H 



NH 



4_"C7- (2-:/^^;v) -2-^^an-i-^^;i^-6-*^v-6. 7 

MS m/e (ESI) 379 (MH+-CF3COOH) 
[0 16 4] _ 




MS m/e (ESI) 378 (MH'^-CFgCOOH) 
[0 16 5] 



9 2 



miiE# 2003-305305 



2002—209373 



^M62. 1 - r7- (2--^^-;v) -1 -^^;v-6-:^^ry-8- ( 

C>ffci 9 6 ] 

o 



N 




T-'^CT- (2-y^-;i.) -2-^^nn-i-^^;v-6-:^^V-6. 7 
^>lga-^>n.xx^;v2 0Ati&iin^^=^o 8 ox:ict i 2^^m#0fc^. 

iS:^^^^m^rRmm^mmh^. -<Z)3gSS:xar/-;i/0. 2 0iaU 5N 

MS m/e (ESI) 414(MH'^-CF3C00H) 
[0 16 6] 

63. (R) -1- C7- (2-:/^-;!.) 



6 



-8- (e/<^$;v-i->f;i/) 7-s;iiKp-i H-/u>-2-^;i/ 
Htg 7] 




NH 



4- [7- (2-y^-;v) -E-^na-i-^^^i'-e-i^^v-e. 7 



9 3 



miE4t 2003-3053053 



2002-20 9373 



n^yy^^)^^^"^^^ Smiai5mg. bUx^;UT^>5 0^1$:Sn;l7to 
nm^zr^^y-^O. 2 0mK 5 N -TK^^b-^* b U AtK^^KO . 2 0 m 1 JC 

4 2 m g €:#fe.o 

MS m/e (ESI) 400 (MH'^-CFgCOOH) 
[0 16 7] 

^i^M64. 2 - r7- (2-^'^:^;v) -i-^^;v-6-^^y-8- 



Hb9 8] 



H 



H02C 

tafb-^^ 1 . 1 2 m g 

MS m/e (ESI) 374 (MH'^-CFgCOOH) 

[0 16 8] 

^^M65. 7- (2-:/^^;i.) -i-^^;^-8- ii-K^py-^'^ 
;v) -2- (tfye;>-2->f;v^5-;v:^^s^) -i. 7 -s^^i^ Ka-:^^J >- 

[-ffc 9 9 ] 




NH 



O 



ffl|iE# 2003-305305 



1^11^2 002 — 209373 



4_ [7- (2->^^^;v) -2-i^m3-i-;i^;i/-6-:r^y-6, 7 

MS m/e (ESI) 394 (MH^^-CFgCOOH) 
[0 16 9] 

mmm^Q. 7- (2-^-^-;v) -2-^y^^7i<^s/-l-:*^>'l'-8- 



[-fbi 0 0] 
o 




o 

OH 



F 

7 



4- [7- (2-:/^-;v) -2-i5^nn-i-;^^>'V-6-:r^y-6, 

;vai^5^;i.6nig5:l-^^;V-2-lfaUF>0. ISmlJC^f^b, ^V::^ 
D/NV-;i/0. 10ml, TK^^b-t-hU'i^ABmg^Sn^^^c. ^^^1^X5^^^ 

Mffi'ft;-^^ 2 . 6 8 m g 
MS m/e (ESI) 345 (MH'^-CFgCOOH) 
[0 17 0] 

^»J67. 7- (2-^^-;b) -2- (2->r5^-;i.:r:3p.» -1-^^ 

;,,_8- i^d^^vv-l-■^)^^ -1, 7-i;?t Kn-::^u>-6-:r> b 

9 5 mfE# 2003-3053 053 



2002—209373 



[>ft; 1 0 1 ] 




[>fl: 1 0 2 ] 




NH HO 



4- C7- (2->^^-;V) -2-^DD-l-^^^-6-:r:^rV-6, 7 

->:;fc:Kn-iH->^u>-8->f;v] tr/<^i^'>- i -:«7;v>J^>^ t->r^ 

^^fH-ft-^i^ 4 . 8 3 m g ^#fec 
MS m/e (ESI) 391 (MH'^-CFgGOOH) 
[0 17 2] 

mmmsQ. 2 - r7 - (2-zr ^ =^ n . ^ - 1 6 8 - ( 
if^^-:;>-i-^^i^^ -6. 7-^-;?iiKn-iH — 



9 6 



miE# 2003-305305 



|^^2 00 2 — 209373 



i 



[fl: 1 0 3 ] 



MS m/e (ESI) 419(MH'^-CF3C00H) 
[0 17 3] 

^^M70. 3- r^- (2-:r^=^nA - i - 6 -:^^y- 8 - ( 



C>fb 1 0 4 ] 

o /"-^ o 

b, =^ia^b'^^3. 7 5mg?:#feo 
MS m/e (ESI) 419 (MH"^-CF3C00H) 
[0 17 4] 

mmmii. i- (2-:/^-;v) -2-x^;i.:;^;v7t-;v- l-^^^l^- 
8- (fcf^^>:^'>-i-^^) -i' 7-s?th-n-:^u>-6-:r:y hu^ 

[-fb 1 0 5 ] 
o 



9 7 mSE# 2003-305305 



||^2 0 0 2-2 0 9 3 7 3 (| 

MS m/e (ESI) 347 (MH^^-CFgCOOH) 
[0 17 5] 

mMmi2.. 7- (2-:/5--;i.) -2- (2-1:1 Fn^i/:ii^;u7L;v7T- 

-i-^^;v-8- (tf/<^i?>-i->f;^) -i» 7-e;^^iiKn->^u> 

Wis 10 6] 




o 

OH 



HO^^^g-^^>-N ^ ^ F 

. 5 7mgS:#fc = 

MS m/e (ESI) 363 (MH"^-CF3C00H) 

[0 17 6] 

^BM73. 7- (2-:/^-;v) -i-;<^>n^-8- 
;i/) -2- (eui;>-2--f;i/^;v^T-;v) -i. i 

[fl: 1 0 7 ] 

6 6 mg &#feo 

MS m/e (ESI) 396 (MH'^-CFgCOOH) 
[0 17 7] 

^J6M7 4. 7- (2->'^^-;i/) -i'-^^;v'2-;i^;i/x;v'7T-;i/- 
8- (tf-^^S^>-l-> r^W -1. 7-2^t:Kn--:/U>-6-:tv bU7 



9 8 



ffilE^lt 2003-3053053 




fflll 2002-209373 ^ 



[-fb 1 0 8 1 
O 

-N 




OH 

F 



MS a/e (ESI) SSSCMH'^-CFgCOOH) 
[0 17 8] 

mmmi^. 7- (2-:^^^-;v) -2-S/^^n-.^5x;v>.;v:7T-;v-i- 
[fl: 1 0 9 ] 

1 3 mg S:#feo 

MS m/e (ESI) 401 (MH"^-CF3C00H) 
[0 17 9] 

5^;i.-8- (i-.<^5;>-l->f^) -1' 7-e;^'i^KD-::^U>-6-:r> 

[^b 1 1 0 ] 
o 




■^M-^N ^ ^ F 



O 

OH 



4_ [7- -2— ?nn-i-^9^^-6-**v-6, 7 

g 9 ffillllt 2003-305305 



2002—209373 



. 5 6 mg S:#feo 
MS m/e (ESI) 361 (MH"^-CF3C00H) 
[0 18 0] 

;p_8- (tf/^^i;>-i->f;v) -1. 7-s^fcKn-^y>-6-:t:y h 



C-fts 1 1 1 3 
o 




NH 



7 6 am 



MS m/e (ESI) 375 (MH'^-CFgCOOH) 
[0181] 

mmmis. i- (2-^^-;v) -2-^;v:ij:/b-i-^^>'f-8- (t^ 



[fbi 1 2] 
o 




NH 



7 9. C7 - (2-:/^-;V) - 

^^:;>-l--f;^) -6, 7-i^'iiKn- 



10 0 



2003-305305 



I 



fllH^ 2002 — 209373 



[^fc 1 1 3 ] 

O 




o 

OH 



^(Dnm^:r.^J-)VO. 2 0ml, 5 N -TK^^b-t- h U ^7 

SSU 7- (2-^^^:=-;v) -2-^;i';«7:/b-l-^^^-8- (t^-^^^^^ 
-i->r;i/) -1. 7-i^i::Fn-::^U>-6-::r:/ b U ■7;u:rnMm CMS 

m/e (ESDSlQCMH^-CFgCOOH)] &0. 9 6mg, [7- (2->''^-;i/) "l" 

• ^_ 2 ->f ;VX;1/7t::i;I/] b 'J 7;i/::rnB^mS CMS m/e (ESI)37 
7 (MH"^-CF3G00H) ] ^0. 61nig#fco 
[0 18 2] 

^MM80. 7- (2-y^::i;i/) - 2 -X^t >f 1 - :^ ^^V- 

8- (i-/<^$^>-i->f^v) -1' 7-s;iiKn-:^u>-6-:r> hvy 




4_ [7- (2->r^x;i.) -2-^na-i-;*^>'^-6-:4-:^V-6, 7 

10 1 mSE# 2003-3053053 



2002—209373 



bfeo rOD^^&i^^^nO^^^O. SOmliC^Mb, - 7 8'ClC?^*|Ibfco 

^^Z. 2 1 mg ^#fea 
MS m/e (ESI) 363 (MH"^-CF3G00H) 
[0 18 3] 

ll«8i. 7- (2->^5^-;v) -2-x^f:^>?.>a/Ji^r-;^-i-^^>^-8 

Utl 1 5] 



^ F 



4_ [7- (2->^5^^;i/) -2-i7nn-l-:t^>'l'-6-:t=^rV-6. 7- 

Km-^nnm^M.mmioms^MX^ -7 8t:icTi 5tJ3\ m^^ro'CKX 

icTttmb, mmm^mmi.r^o r®a^^hU7;v:tni^^ic^^b, aiisib 

fco 3^^&J^*B^lSr^^?K^^nvb^^:7^-lc:T#iSb, mmit^mi. 19 

10 2 mSE# 2003- 3 053053 



2002 — 209373 

MS m/e (ESI) 379 (MH'^-CFgCOOH) 
[0 18 4] 

[>m 1 1 6 ] 



4- C7- (2->^^-;v) -2-i^aa-i-^^;v-6-.:;r^y-6, 7 

;i.x;^^;i/8mgS:N-:>i^;venU K>0. 2mllC^«Sb, S/Ti^^b^bU 
Omg&iD;!, 5 O^CICT 1 ^f^^^l^fe- ;KlSIKlc:!K&*II^^ i^^x^ 

-lCT5W$Sb, ^lH'fb'a'4^4. 12mgS:#fe- 
MS m/e (ESI) 312(MH"^-CF3G00H) 
[0 18 5] 

-:;:/-i->f;u^ -6. 7-^-;^T:iKn-iH -'^u>-2-:^;v7K^'9-^ K 
a) 4 -[7- (2-^^-;v) -2-*;wt^'f;i/-i-:^^>'^-6-:^=^v 
-6. 7-i;tiFn-iH-::^U>-8--<;i/]fcf'^^^:>'>-i-*>'t^'J^^^ 

[^fci 1 7] 

0 ^ 



10 3 miE# 2003-3053053 



200 2—209373 



4-[7- (2-y^-;^) -2-^^Dn-l-^^>'^-6-:r=3ry-6, 7- 

x>^^;v i76mg&N-^^;n:fnuK>2mi ic^«lb, vyv\^± b u 

OOmg^riD^, 50-ClCTO. 5^^fi#bfco Hl^?KlC:!K5:in^. 1^^ 
3i^;VlCTMmUfeo ^mM$:tg^U> 4 -[7- (2->^5^-;i/) -2-S/T 

y-i-^5^;i/-6-;r^v-6,. 7-t;^^tiKn-iH-^u>-8-^;v]e 

t-:/^;i^«5-;H 7 0mgS:#fe„ ^®%®9 
8nig&7^h^l^Kn7^>3ml,->t^y-;V2mllC^i^b, 2 0o^T>^ 

-ttK^i^o. 5ml, 3 orojiim^bTK^TKo. 5ml %in^, ^?aicTj^^m 

^H-NMRCCDClg) 

6 1.49 (s. 9H) 1.83 (t, J=1.2Hz, 3H) 3.42-3.49 (m, 4H) 3.58-3.65 (m, 4 
H) 3.95 (s, 3H) 5.01 (d, J=2.4Hz, 2H) 5.54 (br, IH) 7.61 (br, IH) 
[0 18 6] 

b) 7- (2-:/^-;b) - l-:*5-;v-6-;f^y-8- (tf/>^^J^>-i- 

^;,,) _6, 7-i;tlKO-lH->^y>-2-;^7;i/iK=¥-9-^ K 
[^b 1 1 8 ] 



4-[7- (2-:f^-;i/) -2-7!j;v>'-^'^-r;i/-i-^^>'i^-6-:^^v-6 
7-$;tiKn-iH-:j^y>-8--r;i/ii^^^2^'>-i-^>'i^'^'^^ ^~ 

^^;i/X>?.^;i/7 7mgS:by ^;^:tl3iiminilC^«?b, ^^ilbfeo 

(5:1) ^m^MJ: U^ta-ft-^^^ 9 mg &#feo 
^H-NMRCCDClg) 

10 4 miE# 2003-3053053 



2002—209373 



6 1.83 (t, J=2.4Hz, 3H) 3.05-3.07 (m, 4H) 3.45-3.48 (m, 4H) 3.94 (s, 3 
H) 4.98 (s, 2H) 5.57 (br, IH) 7.65 (br, IH) 
[0 18 7] 

^MRA. 7- (2->r^ - ^l^^ -2-:<j;V7K^->-l-^^>>l^-8- (t^ 
C-flS 1 1 9 ] 

[0 18 8] 

^ifeM8 5. 7- (2-:/^-;M -i-^^;i/-8- f 

[^fc 1 2 0 ] 

4-[7- (2->^^-;v) -2-;8j>n//t^>f;v-i-^^;v-6-:r^y-6 
7-s;t:Kn-iH->^U>-8-'f;i/]tf'-^^i>'>-i-;*3;i'>l^>^ ^~ 

2mllC^»b, 2N-;!K@?^lS:^hU'?A0. 0 5 m 1 Sritl^, 5 0X:}C-C2^ 

-^;v>i<:2^^s/-i-^^;v-8- (vf/^^>:>'>-i->f;^) -1. 7->:;^^iiFn 

ZfV>-G-^y hVyj]^yltnmmm.diS m/e (ESI) 331(MH"^-CF3C00H) ] 0. 
4 4mg, 7- (2-:/5--;V) -l-^^;V-8- (fcf /^^^ - 1 ->f 

-1, 7->:;ti Fn::^u>-6-3r> h u 7;p;rawm^^[^H-NMR(cDci3) 8 i 

.81 (t, J=2.4Hz, 3H) 3.54 (br, 4H) 3.63 (s, 3H) 3.83 (br, 4H) 5.02 (s, 2 
H) 8.20 (s, IH) jMS m/e (ESI) 287 (HH+-CF3COOH) ] 6. 4mg&#feo 

10 5 miE# 2003-3053053 



2 0 0 2 — 2 0 9 3 7 3 



[0 18 9] 

a) 2, 2-s;;l5^;^^nif:^>m [ 7 2 . 6 - J^r^-^rV - 1 - 

(2-7a:-;VX^;V)-l, 2. 6. 7 h ^ t ^ U > " 3 - ^ ^ 5^ 

[>fb 1 2 1 ] 



2: 

6 



7-5^h^ti Ft3 3 --f ;v] ^5^;i'X^^;i/5 o omg, 2-::^D 

^ai^;V/<>-^>0. 3 8ml, ^,#j^m;«J U 'i? A 3 9 0 m g , N, ^-Vi^^ 
;i,7i^;i/ AT ^ K 5 m 1 5 0 a)^fi?g«^> 2 ^5gin^m# b fco & 

i^Mx^;K TKT'ttmb, mmm^a^m. mm^m.-^^^^^ m^mm^^^^^^ 

Omg$:#^. 
^H-NMRCCDClg) 

8 1.19 (s, 9H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.48 (s. 2H) 6.11 (s 
, 2H) 7.17-7.40 (m, lOH) 7.54 (s, IH) 
[0 19 0] 

b) 2. 2-s;^^;v::^ae:r>m C7- (2-^^-;v) -s-^an- 

2, 6-e^:^^y-i- (2-:7ain;vx^;i/) -1, 2, 6, 7-7^h^t:F 



10 6 



2003-305305 



|(^^ 2002 — 209373 



[^t 1 2 2 ] 
0 



-'•7x-;i/ai^;v)-i. 2, 6. 7-f-b^tiFD-:^y>-3-<;i/] ^^^^ 

x;^^;i/54 0mg, 1 0%A-^$^''^i^;^^5 Omg> 8 m 1 (D^^^S:^ 

^crj^^^i, i-^n=E-2-:>'^>o. 1 Sml, *l*;^m:«jU^7A3 0 0 

^^^t/ry2^x^^m'^> mmmmi^^ ^^4 7 0mg?:#fco 

F5mi®m-^i^&^m-e2^r^^#bf=:o ^i;s?gic:i^;^^:tism-:^b'>' 

'i;A7K^mo. 5mlS:in^fe'^, mm:r.^^^ TKT'ttffib, ^a^B^7-K^> 
^H-NMRCCDClg) 

8 1.21 (s, 9H) 1.83 (t, J=2Hz, 3H) 2.92-2.98 (m. 2H) 4.19-4.25 (m, 2H) 
5.11 (q, J=2Hz, 2H) 6.05 (s, 2H) 7.18-7.32 (m, 5H) 
[0 19 1] 

c) 4- [7- (2->''^-;W -2, 6-y:r=^y-l- (2-7xr.;VX 

5^;!,) -2, 3. 6. 7-5^h^t:KD-iH-yu>-8— f;v] 



10 7 
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2002-209373 



[>fl5 1 2 3 ] 
H 

2. 2-s;^^;v^nfcr:4->m L7- (2-^^-;i.) -8-^^an-2, 6 
>-3->f;v] ^^;i/x>^5^;v3 8 0mg, e/<^e;>- 1 t- 

^^;i.xx^;i.4 6 0mg, N-^^;Vt?n U F> 0. 5 m 1 ©m^^^S: 1 5 0 

x^;i//'v^-9'> (1/1) -e^v^. mm^&t>-^'^m&^mh. mm^ 

7 Omg ^#feo 

^>ffc^hU'?i.3 3mg$:*Q;^, ^^^T' 3 0^-m#bfc. ^^5?g^Cl Ni^M 1 m 
l^in^fc^, 1S^^X^;K ^T'ffimU, *ll«5:7lcgfe. «iSI:fem7{cT'gfeV^, M 
;jciK^v^*^^i/'i7AT'?gi^^. Mia^^^S 5 0mgS:#fe„ 

1h-NMR(CDG13) 

8 1.50 (s. 9H) 1.85 (t, J=2Hz, 3H) 2.91-2.98 (m, 2H) 3.37 (br.s. 4H) 3. 
56-3.82 («, 4H) 4.15-4.22 (m. 2H) 4.87 (q. J=2Hz, 2H) 7.18-7.35 (ra, 5H) 
[0 19 2] 

d) 4- [7- (2-y^->n^) -2-i5^na-6-:r=3py-i- (2-731 
-6, 7->:;iiKn-iH-::^uv-8-^;v] tr-^9>:;^>- 1 " 

C-fb 1 2 4 ] 



4- C7- (2-:/^-;i') -2. 6-i?:t^y-i- (2-7ai-;i.x^;W 

10 8 miiE#2 0 0 3 -3 0 5 3 0 5 



2 0 0 2 



—209373 



• 



-2, 3, 6, 7 -T^h^tl Fn- 1 H->^U >- 8 f fcr'<^S?>- 1 - 

. mm^m7i<.m^hv^2^yi^mmi omi, 7^b^iiKn:7^vi omi©m-& 

^^y^ ^i3r;^v^, r^v^•^5 0-10 o%^^y-;i//2KT'5!&«*^i>'^'n-^ 

1h-NMR(CDC13) 

6 1.49 (s, 9H) 1.84 (t, J=2H2, 3H) 3.10-3.16 (m, 2H) 3.40-3.46 (m, 2H) 
3.57-3.63 (m, 4H) 4.42-4.49 (m, 4H) 4.94 (q, J=2Hz, 2H) 7.21-7.34 (m. 5H 

) 

[0 19 3] 

e) 7- i2-Zf^=-}V) -2-^ h#S/- 1 -(2-:7ai-;i/X^;i^)-8-C 

tr^^s?^- 1 ->f>n/)- 1, 7 Kn:/U >- 6 

C-ffc 1 2 5 ] 



4_ n- (2-:/^-;i/) -2-^nn-6-:r^v- 1 - (2-7ai-;vx 

-6, 7-S>'t FD-lH-3^U>-8--f>«/] tr^^>:;>- 1 
>m t ->^^;i/3:X7^;i/7mg, ^^y-;i/0, 5 m i <^)tg-a-tJJC7jcm-f[ii- h 

y^A (soro^fiis) lOmgSrinx., ^?aT'2 0 4>m#bfe„ ;5^5?Kic7K^in 

^m4:. 3mg^#feo 




ffi|E# 2003-3053053 



2002 — 209373 
iH-NMRCDMSO-dS) 

6 1.80 (br.s, 3H) 2.85 (t. J=7Hz, 2H).3.28 (br.s. 4H) 3.48-3.54 (m, 4H) 
3.83 (s, 3H) 4.15 (t. J=7Hz, 2H) 4.97 (br.s, 2H) 7.16-7.24 (m, 3H) 7.29 
(t, J=8Hz, 2H) 9.08 (br.s, 2H) 
[0 19 4] 

mmmsi, l- C2-:/ ^ rL;u^ -2-xbap^>- l -(2-'7:cn;i.x^ 
[-fb 1 2 6 ] 



H-CI . 

-i^^ y _;V$.^V^T|liiM 8 6 e) fc|^#lC-^^bfeo 
^H-NMR(DMS0-d6) 

8 1.28 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.86 (t, J=7Hz, 2H) 3.27 (br.s, 4H) 
3.46-3.53 (m, 4H) 4.15 (t, J=7H2. 2H) 4.25 (q, J=7Hz, 2H) 4.97 (s, 2H) 7 
.17 (d, J=7Hz, 2H) 7.22 (t, J=7Hz, IH) 7.29 (t. J=7Hz, 2H) 9.04 (br.s, 2 

H) 

[0 19 5] 

mmms&. rv- (2-^^ -;i.^ -6-:r^V-1- (2-:7a:r^;i.ai^ 
-8- i^fi^^vy-\->(r\^^ -6. 7- >^tiKn-iH--:^U>-2- 

[-fb 1 2 7 ] 



^ H-CI 



Me02C 

M8 6 ilJU^tC-^^bfeo 
^H-NMR(DMS0-d6) 

110 mSEi^ 2003-3053053 



if^i 002 — 209373 



6 1.80 (s. 3H) 2.96 (t. J=8H2, 2H) 3.29 (br.s, 4H) 3.50-3.56 (m. 4H) 3. 
68 (s, 3H) 4.16 (s. 2H). 4.23 (t, J=8Hz. 2H) 4.99 (s, 2H) 7.24-7.38 (m. 5 
H) 8.96 (br.s, 2H) 
[0 19 6] 

[>fb 1 2 8 ] 



m 



H-Cl 



M 8 6 iii^#tc-^^L/;to 

^H-NMRCDMSO-de) 

6 1.22 (t. J=7H2. 3H) 1.78 (s, 3H) 2.87 (t, J=8Hz, 2H) 3.26 (br.s. 4H) 
3.47 (br.s, 4H) 4.05 (d, J=6Kz, 2H) 4.12 (q, J=7Hz, 2H) 4.21 (t. J=8Hz, 
2H) 4.89 (br.s, 2H) 7.17-7.35 («. 5H) 7,51 (t. J=6Hz, IH) 8.93 (br.s, 2H 

) 

[0 19 7] 

^ifeM9o. 2- r7- (2-:^^:^; v) -6- :r^y-i - (2-y:^:^}V 
-8- r>^/<^^:;>^-i- >r;i.-> -6. 7 ->vp Kp - i H-^ U >- 

2 71 7-fe K m^^^ 

[^tS 1 2 9 ] 

HaNOC-^ H-CI 



^H-NMR(DMS0-d6) 
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miiE# 2003-305305 



I 



1^ 2002 — 209373 t| 

6 1.79 (s, 3H) 2.87 (t. J=8Hz, 2H) 3.26 (br.s. 4H) 3.52 (br.s,4H) 3.84 
(d, J=5Hz, 2H) 4.19 (t, J=8Hz. 2H) 4.91 (s, 2H) 7.02 (s, IH) 7.16-7.40 ( 
m, 7H) 9.08 (br.s, 2H) 

_8- (v^/<^-:;-^-i-^^»>^ -6. 7--v-KFn- iH-^u>- 
[>ft: 1 3 0 ] 



J H-CI 

§:^v^||JiM 8 6 iil^^C-^^bfe. 
^H-NMK(DMS0-d6) 

8 1.17 (t, J=7Hz. 3H) 1.80 (s, 3H) 2.76 (s, 3H) 2.96 (t, J=8Hz. 2H) 3.2 
8 (br.s, 4H) 3.46-3.52 (m, 4H) 3.88 (s, 2H) 4.09 (q. J=7Hz. 2H) 4.27 (t, 

J=8Hz. 2fl) 4.98 (s, 2H) 7.15-7.30 (m, 5H) 8.95 (br.s. 2H) 

[0 19 9] 

nA -8- (e/^^^>>'v-i->r;v) 7-e;>- i:^Fn-iH-'^u>-2- 
[^b 1 3 1 ] 

^H-NMR(DMS0-d6) 

6 1.80 (s, 3H) 2.93 (t, J=8Hz, 2H) 3.28 (br.s, 4H) 3.49 (br.s, 4H) 3.72 
(s, 3H) 4.20 (t, J=8Hz, 2H) 4.96 (s, 2H) 5.02 (s, 2H) 7.20-7.34 (m, 5H) 

112 mSE4t 2003-305305 



2002-209373 {| 

8.87 (br.s, 2H) 
[0 2 0 0] 

^M9 3. 7- ro-^^r.n.^ _ ^ - ( 2 - K KP ^^VX b -1- 

ij 2/ — 6 - :^ > ife^S 
[^132] 

H-CI . 

^H-NMRCDMSO-de) 

6 1.80 (s. 3H) 2.88 (t. J=8Hz, 2H) 3.29 (br.s, 4H) 3.49 (br.s, 4H) 3.71 
(t, J=6Hz, 2H) 4.18 (t, J=8Hz, 2H) 4.28 (t. J=6Hz. 2H) 4.97 (s, 2H) 7.1 

6-7.32 (m, 5H) 8.90 (br.s, 2H) 
[0 2 0 1] 




L^b 1 3 3 ] 
0 



I H-CI . 

5 0 % ^ ^ ;V r ^ > 7jC^ & M V ^ T ^ WJ 8 6 il m «l IC b . 
^H-NMR(DMS0-d6) 

6 1.80 (s. 3H) 2.60 (s, 6H) 2.89 (t, J=8Hz. 2H) 3.28 (br.s. 4H) 3.49 (b 
r.s, 4H) 4.26 (t, J=8Hz, 2H) 4.98 (s, 2H) 7.06-7.27 (m, 5H) 8.93 (br.s. 

2H) 
[0 2 0 2] 



113 



mil# 2003-305305 



111^2 0 0 2 — 2 0 9 3 7 3 || 

a) 4- [7- (2->^^-;^) -2-^tin-6-:r^V-6. T-i^llKn 

[-flS 1 3 4] 
0 I = 

4- [7- i2-^^=-fiy) -2. 6-s?^nD-7H-:/y:/-8-<;i.] If 
omg, e;^5=-;v:?.;v>i-N^$/Fi omi<z)?s-^^$:. 8 o 2 4 ^ISin 

mmwvr^^ Rmm^mm:si^)\^^ ^K-ettmb. ^aM&TK^^fe. «Mfn:ftS7Ki?^ 

^H-NMRCCXlg) 

8 1.49 (s, 9H) 1.83 (t. J=2Hz, 3H) 3.44 (br.s, 4H) 3.56-3.63 (m, 4H) 4. 
94 (q, J=2Hz, 2H) 
[0 2 0 3] 

b) 7- (2->^5=-ri;v) -2-^7nn-8- (i\^^^py- i -i* 

[-fb 1 3 5 ] 



4_[7_ (2-^^-;^) -2-t?nn-6-;r^y-6, 7-i;tiFn-i 

MS m/e (ESI) 307 (MH'^-CFgCOOH) 

114 mi£# 2003-3053053 



^([^^2 0 0 2 — 2 0 9 3 7 3 ||| 

I 

[0 2 0 4] 



a) 4- C7- (2-^5=--;V) -2-^nn-l- (2-2/T>^'^>i?>H^) " 

[^b 1 3 6 ] 
.CN 



4- C7- (2->>'5^->n^) -2-e^nn-6-:r^y-6, 7-2;>-iiFn-i 

Omg, 2-e/Ty'^>t>'>H/>^n^ K6 Omg, 4(1*^^:* U 6 8 m g , N 

JE^ilibfco 3^S^3 0 - 5 0%i^^x^;i//'/\^-!^>T->y:*^;V:«J^-^^D 
^H-NMRCCDClg) 

6 1.49 (s, 9H) 1.83 (t, J=2H2, 3H) 3.43-3.49 (m, 4H) 3.58-3.64 (m, 4H) 
4.95 (q, J=2Hz, 2H) 5.72 (s, 2H) 7.06 (d, J=8Hz, IH) 7.39 (t, J=8Hz, IH) 

7.51 (t, J=8Hz, IH) 7.71 (d, J=8Hz, IH) 

[0 2 0 5] 

b) 4- [7- (2-^'^-;v) -1- i2-iyrj^yt^}^^ -2-v%^y\^ 
- 1 t -y^;vai:;?.-5^;b 



lis 



mSE^ 2003-3053053 



^(^^ 2002-209373 ^ 



[-fK 1 3 7 ] 
CN 



4- [7- (2-^^::^;V) -2-^na-l- (2-5/r.^-<>i?;^) "6- 

^^y_6. 7-s^^biKn-iH-^u>-8-^;i/] tf/>^^>:>^>-i-;?j>'V'i^ 

>^ t->^5^;i/:n^7^;i/8mg, 5 0 ^;i/T ^ 2 0 At 1 , N, 

TfcT^ttmb, HJ^t^m^-^Sfeo fc^lg^iibfe. 3^ 

^H-NMRCCDClg) 

6 1.50 (s, 9H) 1.81 (t. J=2Hz. 3H) 2.73 (s, 6H) 3.38-3.45 (m, 4H) 3.56- 
3.64 (m. 4H) 4.91, (q. J=2H2, 2H) 5.55 (s, 2H) 7.07 (d. J=8Hz, IH) 7.32 
(t, J=8Hz, IH) 7.46. (t, J=8Hz, IH) 7.65 (d, J=8Hz, IH) 
[0 2 0 6] 

c) 2- [7- (2->^^-;v) -2-2;?^5^;vr^>^-6-^=^v-8- (i^ 

[-fb 1 3 8 ] 

I H-CI 

4_ Q7_ (2-::^^^-;i/) -1- (2-e/T>'^>5;^;w -2-5^'^5^;VT^ 

t->r^>n/3:>?.5-;i/6. 5 m g IC h U 7;V:^ni^mo . 5ml$: 
in;^T^«?U ^mT'2 0^i5t«bfe, susiK^m^gb, a^&2 0-8 0%^ 
^y-;i//7K (0. i%mm^^) T'5S6^B:^^Ai^n-^hi^^:7^-«SSb^ 

la-fb-^ifel 6 . 4 m g $:#7S:o 

116 2003-3053053 



(|^# 2002 — 209373 
lH-NMR(DMS0-d6) 

6 1.76 (s, 3H) 2.69 (s, 6H) 3.28 (br.s, 4fl) 3.51 (br.s, 4H) 4.91 (s, 2H 
) 5.40 (s, 2H) 7.04 (d, J=8H2, IH) 7.43 (t, J=8Hz, IH) 7.60 (t, J=8Hz, 1 
H) 7.83 (d, J=8Hz, IH) 8.90 (br.s, 2H) 

[0 2 0 7] 

^mmQi. r7- (2--f^-)V) - 1- (2-iyrJ^yi^)v) -6-:t 
^V-8- -6. 7 lH-^V>-2- 

[jb 1 3 9 ] 

CM 0 ; — 

9 6 tmMic^^i^f^o 

^H-NMR(DMS0-d6) 

8 1.79(s, 3H) 3.29 (br.s, 4H) 3.56 (br.s, 4H) 3.65 (s, 3H) 4.12 (s, 2H) 
4.99 (s, 2H) 5.48 (s, 2H) 7.10 (d, J=8Hz, Ifi) 7.50 (t. J=8flz, IH) 7.65 

(t, J=8Hz, IH) 7.92 (d,.J=8Hz, IH) 8.95 (br.s, 2H) 
[0 2 0 8] 

mmm2s. 2- [7- (2-^'^-;v) - 2- ^ h^^p^^- 6 ->r^v- s - 

[^bl4 0] 

CM 0 , = 

H-CI 

o 

^H-NMR(DMS0-d6) 

117 miiE# 2003-3053053 



I|[P^2 0 0 2 — 209373 

6 1.79 (s, 3H) 3.28 (br.s, 4H) 3.48-3.56 (m, 4H) 3.91 (s, 3H) 4.97 (s, 
2H) 5.32 (s, 2H) 7.19 (d. J=8Hz. IH) 7.48 (t. J=8Hz, IH) 7.63 (t, J=8H2, 

IH) 7.87 (d, J=:8Hz, IH) 9.05 (br.s, 2H) 

[0 2 0 9] 

a) 4- [7- (2-:/^-;!/) -2-e^na-i-S/Ty^^;^-6-;rdry 
-6. 7-i;tiKn-iH-^u>-8->f;i.] tr-^^>:;?>-i-:«j/^'i^>^ 

C^fc 1 4 1 ] 



CI' 



:/D=ETi2h-bU;VS:fflV%T^m«?>J9 6 b) ill^^lC-^^bfco 
^H-NMRCCDCla) 

8 1.49 (s, 9H) 1.84 (t, J=2Hz. 3H) 3.43-3.49 (m, 4H) 3.58-3.63 (m, 4H) 
4.91 (q, J=2Hz, 2H) 5.18 (s, 2H) 
[0 2 10] 

>-i->f;i/) -6, 7-5;t:KD-iH->^u>-2--f;vx;v7T-.;v] 11 

[-fb 1 4 2 ] 

0 y = 

^H-NllR(DMS0-d6) 

8 1.80 (s. 3H) 3.29 (br.s, 4H) 3.55 (br.s, 4H) 3.68 (s, 3H) 4.22 (s, 2H 

118 miiE# 2003-305305 



||(^ 2002 — 209373 



m 



) 4.98 (s, 2H) 5.21 (s, 2H) 8.93 (br.s, 2H) 
[0 2 11] 

^.-i-^;i.-> -6. 7->:;i:- Kn-lH-^ ')^-2->f;i/>^;V77::i;i/] 
a) 4- [1. i2—^^=-)\y) - 2 - ^ UU - 6 -Tt^V - 6 , 7- 

[>ffc 1 4 3 ] 

0 , = 



.0 



i-^u'^-2-zr^>-^m^^rmmmQ e b) iit^^ltc-^^b^o 

^H-NMRCCDClg) 

8 1.49 (s. 9H) 1.80 (t, J=2Hz, 3H) 1.83 (t, J=2Hz, 3H) 3.40-3.45 (m, 4H 
) 3.57-3.62 (m, 4H) 4.93 (q, J=2H2, 2H) 4.98 (q, J=2Hz, 2H) 
[0 2 12] 

b) [1, 7-}^^^ (2-:/5=^:=-;v) -6-:r^y-8.- (tf/<^S^>- 1 

_6, 7_.:;t:Fn-iH-:/y>'-2->f;v>^;v:7r-;i/] i^^^^^''^^ 

[^IS14 4] 

_ 0 J = 

lllte02C'^ 

lH-NMR(DMS0-d6) 

6 1.79 (s, 6H) 3.28 (br.s, 4H) 3.53 (br.s, 4H) 3.67 (s, 3H) 4.15 (s, 2H 
) 4.83 (s, 2H) 4.98 (s, 2H) 9.02 (br.s, 2H) 
[0 2 13] 

119 mfiE# 2003-3053053 



iJP^ 2 0 0 2 — 2 0 9 3 7 3 

10 1. 1- - 6->^^V-8- (.M^^V 



[-ft 1 4 5 ] 



0 



;Xrk> 



H-CI 

lH-NMR(DMS0-d6) 

6 1.81 (s. 3H) 1.82 (s. 3H) 3.28 (br.s, 4H) 3.56-3.63 (m, 4H) 4.95 (q, 
J=2Hz, 2H) 5.07 (q, J=2Hz, 2H) 9.04 (br.s, 2H) 
[0 2 14] 

C^fb 1 4 6 ] 



MeO^L 

H-CI 



^H-NMR(DMS0-d6) 

6 1.75 (s, 3H) 1.80 (s, 3H) 3.28 (br.s, 4H) 3.47-3.55 (m, 4H) 3.98 (s. 
3H) 4.66 (s, 2H) 4.96 (s, 2H) 9.01 (br.s, 2H) 
[0 2 1 5] 

^IfeMlOS. ri-7U;i/-7 - (2-^-^n.;v) -6-:r^v-8- (tf 

a) 4- [l-TU;V-7- (2-y5^-;V) - 2 - ^ n n - 6 -:t=3ry- 6 , 

7-s;iiKn-iH->^y:y-8-^;b] fcr/<^i;>- i -;«7>'V'i^:^M t-y 

12 0 miE# 2003-3053053 



2002—209373 



HKl 4 7] 



0 r-^ 



1h-NMR(CDC13) 

8 1.49 (s, 9H) 1.83 (t, J=2H2, 3H) 3.38-3.45 (m. 4H) 3.55-3.63 (m, 4H) 
4.90 (d, J=5Hz, 2H) 4.93 (q, J=2Hz, 2H)5.19-5.29 (m, 2H) 5.93 (ddt, J=10 
, 17, 5Hz, IH) 
[0 2 1 6] 

b) [i-Ty;v-7- (2->r^-;^) -6-:«-^y-8- 

->f;v) -6, 7-i;tiFn-iH-^y>-2->f^i'^>'i^^^-^^ B^^^^ 

Hfc 1 4 8 ] 
0 



H-CI 




12 1 
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• 



[>fb 1 4 9 ] 

0 r-^- 



H-CI 



10 3 iHH^iC-^^bfeo 



lH-NHR(DMS0-d6) 

8 1.81 (t, J=2Hz, 3H) 3.29 (br.s, 4H) 3.57-3.64 (m. 4H) 4.81 (d, J=5Hz. 

2H) 5.04-5.10 (m, 3H) 5.26 (d, J=10Hz, IH) 6.00 (ddt. J=10, 17, 5Hz. IH 
) 9.12 (br.s, 2H) 

[0 2 18] 

^^M105. l -Vi)n.-7- (2-/-Fn;i.) -2-^hA-->-8-(lf 
['fb 1 5 0 ] 

9 /-^ 



bfco 

^H-NMR(DMS0-d6) 

8 1.79 (t, J=2Hz, 3H). 3.27 (br.s, 4H) 3.48-3.56 (m, 4H) 3.93 (s, 3H) 4. 
55 (d, J=5Hz. 2H) 4.94-5.02 (m, 3H) 5.12 (d, J=10Hz. IH) 5.87 (ddt, J=10 
, 17, 5Hz, IH) 9.04 (br.s, 2H) 
[0 2 19] 

mmmioe. r7- (2-:f^ = -nA -i- ( 2 - ^ h^^vrn^;^) -6- 

a) 4- [7- (2-^^-;i') -1- (a-^b^s/xf-;^) -2-^an- 
6-:r^y-6, 7-i>'iiKn-iH-yu>-8->f;v] 1 



122 
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2002 — 209373 



C-fb 1 5 1 ] 

iH-NMRCCDClg) 

6 1.49 (s. 9H) 1.83 (t. J=2H2. 3H) 3.36 (s, 3H) 3.39-3.45 (m. 4H) 3.56- 
3.61 (m, 4H) 3.69 (t. J=6Hz, 2H) 4.50 (t, J=6Hz, 2H) 4.92 (q, J=2Hz, 2H) 
[0 2 2 0] 

b) [7- (2-^^-;i/) -1- (2-^ h^>>X^;V) -6-:^^V-S- 
C-fb 1 5 2 ] 



ilrK> 



^H-NMR(DMS0-d6) 

8 r.80 (s, 3H) 3.25-3.32 (m, 7H) 3.50-3.55 (m, 4H) 3.61 (t, J=6Hz, 2H) 
3.67 (s, 3H) 4.14 (s, 2H) 4.25 (t.' J=6Hz, 2fl) 4.98 (s, 2H) 9.00 (br.s, 2 
H) 

[0 2 2 1] 

^1feM10 7. 7- (2-^^n ; ..^ -1- (2-;<h^fyx^;i/) -S-rT 
(K/<^i;2/-l-^;i^^ -6. 7 ->^'tiKP-lH-^U>-2- 

[-fU 1 5 3] 
0 



H-CI 



12 3 



mSEi^ 2003-3053053 



► 



2002—209373 



lH-NMR(DMS0-d6) 

6 1.81 (s. 3H) 3.25 (s, 3H) 3.29 (br.s. 4H) 3.55-3.64 (m. 6H) 4.34 (t. 
J=5Hz, 2H) 5.08 (s, 2H) 9.05 (br.s, 2H) 
[0 2 22] 

^ifeMlOS. 7 - ro—r^=.JV^ -1- i2-^\^^fy:r.^^^) -2-^ 



[^b 1 5 4 ] 
0 



MeO. 



H-CI 



fee 

^H-NMRCDMSO-de) 

6 1.79 (s, 3H) 3.23 (s, 3H) 3.27 (br.s, 4H) 3.46-3.55 (m. 6H) 3.94 (s. 
3H) 4.13 (t, J=6Hz, 2H), 4.96 (s, 2H) , 9.03 (br.s, 2H) 

[0 2 2 3] 

^^feMi09. n-^2.vn.-i- i ^ ^}V-s - jy-^^fPy-i--^)^^ - 

[-fb 1 5 5 ] 

0 P ■ 

^>^2/>18. 23gS:N, N - S;?^ 5^;^^^;^i^T ^ K 9 0 m llC^Mb> 
>i>^;v^^n^ Ki 6ml &i0;l, ^?SlcT^^M#bfe„ B.^W,^mm:r,^ ^ 

uz^^. _hm»^:i^^. ;^mbfc:^>r;v^5N-mmc'^i?b. 7ox:icin^ 
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0 

HN 



2002-209373 

H7^-e*5ftib7^co tfmbfcs^srsmu nmo^ mmih^mi^. 74 sg 

[0 2 2 4] 
C'fb 1 5 6 ] 

7-/<>S;;i.-l, 7-yilKD^U>-6-:4->l 2. 7 4 8 g^N. N- 

j;^5^>n/d^;vAT^Ki5 0mnc^«lu N-i^nnn7\^M^^ K7. 9g 

i;;v-8-^^na-i, 7 -yn Fn:/U >- 6 -^v 6. I03g^#fcor 
<3D%(D% 1 - 1 -zfh^iyiJJ\y^-=^^^^^^-^^'' 2 0 g i:?g^b> 1 5 o'cizM 

$:lN-mmK:T^5fe?^b> ll«|7jc^m-T^^*5/'^AT?Sg^b, 5ii> 

(1 0 : 1) =^IB>fb^^ 1 . 5 3 Q s^mtco 1h-N1IR(CDC 

^3) 

8 1.39 (s, 9H) 3.07-3.10 (m, 4H) 3.35-3.39 (m. 4H) 5.44 (s, 2H) 7.16-7. 
18 (m, 2H) 7.22-7.32 (m, 3H) 7.91 (s, IH) 12.18 (s, IH) . 
[0 2 2 5] ^ 

[-fb 1 5 7 ] 




12 5 ffiliEi^ 2003-3053053 



'ijllf 2 0 0 2-2 0 9 3 7 3 



4_ (^7-Kyp}l-6->it^V-6, 7-^;>^b:Kn-iH-:^y>-8->r 

MS m/e (ESI) 325 (MH"^-CF3C00H) 
[0 2 2 6] 



0 




0 



MS m/e (ESI) 339 (MH+-CF3COOH) 
[0 2 2 7] 

^^Mi 1 1. r7-^>-:;;b- 6-:^^v-8- (K/<iv-:^>- i — f 
[-fb 1 5 9 ] 

MS m/e (ESI) 397 (MH'^-CFgCOOH) 
[0 2 2 8] 

mmmiiz. 7- — i- f 2->i s^>>:n^;v) -8- iif-^^P 

12 6 mi£4t 2003-3053053 



2002—209373 




[<b 1 6 0 ] 



0 s p 



MS m/e (ESI) 369 (MH'^-CFgCOOH) 
[0 2 2 9] 



C^b 1 6 1 ] 



MS m/e (ESI) 349(MH"^-CF3G00H) 
[0 2 3 0] 

[^162] 



MS m/e (ESI) 350 (MH'^-GF3C00H) 
[0 2 3 1 ] 

mmmii5. 3- (2-:f^^;i/) - 2-i£^^p y- 1 



mmm i is. 



7-^yVJV-i- (2 --^atf-;!/) -8- 
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4t2 002 — 209373 




C-ffc 1 6 3 ] 



2-:fU=e- IH-^ 4, 5 Jl CCAS. No 

50847-09-1] 16. 8 0 g (OoitJr >^ 1 7 0 m 1 ^?g[fC«g^4 . 5 
BmlSrin^, 4 8^imiWl^M?^Ufe„ T^SPbfe^, B^ma:^>«/ 5 0 0 m 1 J: 
■0?7fc2 0 0ml $:*tIX., AT'l^i^b, JtiiU. MjE 

1 g^J:t)«2 -y^n;i/>rD ^ K8. 6 m 1 Srill;^, ^mt?18^r^^#bfe. St 
^oi^^;!/ 5 0 0 m 1 S:ittl;^> :!fc 3 0 0 m 1 3 iaSfc#l>. IS-fb^^ h U ACDiiSi 
7K^?g3 0 0ml -^gfe^l^bfe^, Jl!l7jc5fSm"Ti^^$</'>i:vT?|g^b, 2ijgb> Mffi 

stmx5^;i/ (9 ; 1) mm-^m^^j. mmit^m^., o 9 s^m^o 

^H-NMRCCDClg) 

6 1.43 (t, J=7.2Hz, 3H) 1.81 (s, 3H) 4.47 (q, J=7.2H2, 2H) 5.16 (s, 2H) 
[0 2 3 2] 

b) 4- [1- (2-3^^— -4-t/TJ-&-3ih^t/:^)]/^^JV-l 
H — f ^^r!/-;v- 2--f;i/] tf/<9S^>- 1 -;57>^7}?>m t 

C-fb 1 6 4 ] 
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tfilEE# 2003-3053053 



l|P^2 0 0 2 — 2 0 g 3 7 3 <|||^ 

;V7j<>m :i:5^;i/aiX5-;y4. O 9 g 1 - t h^^^:??;^^-;!^!^-^^^:^^^ 

7. 7 0giim^u 1 5 ox^Kijamvr^o so^m^b, ^fSiB^*©^ b^'i^^ 

X^;i/ (2:1) ^mt^J-Si^'J^ @f3-ft:-^^4. 4 7g&#fe, 
^H-NMRCCXlg) 

6 1.43 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.82 (t, J=2.3Hz, 3H) 3.08-3.13 (m 
, 4H) 3.57-3.61 (m, 4H) 4.44 (q, J=7.2Hz. 2H) 4.89 (q, J=2.3H2, 2H) 
[0 2 3 3] 

[-ft 1 6 5 ] 




NH2 



4_ [1- -4-i/T>^-5-3ib=3fe/:*;b3Kr.;v-iH--f 

8 0 g CD^i^f >^ 2 0 m 1 ^MlcMT>=e-'^7Z. 5 0 5 m 1 ?:in^ 

, H^^SCCT-iO^bfeo B^^X5^;i/10 0ml33d:?>'*5 0mlS:Jn^, ^ 
ilMS:7K 5 0 m 1 ai^-ffcl':^ b V ^ 2^<Dmm:^mWL 5 0ml T'WRr^JcSfc^^b, ^.tK^ 

^y.^'^-7^-lC"C5mSgb. (3 : 2) ^ffi^^WJ^y^ ^ 

fB^b-^^O. 5 8 g 5:#feo 

^H-NMRCCDGlg) 

8 1.43 (t, J=7.2Hz. 3H) 1.48 (s, 9H) 1,82 (t, J=2.3H2, 3H) 3.12-3.16 (m 

, 4H) 

3.54-3.59 (m. 4H) 4.44 (q, J=7.2H2, 2H) 4.89 (q, J=2.3Hz. 2H) 7.41 (br.s 
, IH) 8.88 (br.s, IH) 

12 9 miE4t 2003-305305S 



2002 — 209373 



[0 2 3 4] 

d) 4- CI - (2-:f5^-;v) -5-xh^t/:!{j;v3j?n;^-4-^^;i/x;i' 
[-fb 1 6 6 ] 

0 




NH 

-iH->f ^^v^-;v-2->f;v] tf^^e;>'>- 1 t-':f5^;vai 
0 m 1 ^MX. yi^mmm^ h U -i; A®tgfn7K^?S 2 0ml x-m^h. ^tK^^v 

^H-NMRCCDClg) 

6 1.41 (t. J=7.2Hz. 3H) 1.47 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 2.39 (s, 3H) 
3.12-3.16 (m, 4H) 3.56-3.59 (m. 4H) 4.42 (q, J=7.2H2, 2H) 4.80 (q. J=2 

.3Hz, 2H) 
[0 2 3 5] 

e) 4- CI- (2->^^-;v) -5-aih^^>;ij;i/3K~;v-4-^^;i/:^;v 

[>ffc 1 6 7 ] 




4_ Ql_ (2-y^:=.;v) -5-:iLh^iyiJJ\^^=='^^-'^-^^^^^^^^- 

73f>m t-^5^;i/M5^;U0. 5 5g(5!):ii^^y->'V3 0ml^miC2N^M7K 

13 0 mfE# 2003 -3053053 



2002 — 209373 (| 



5-;VT^>0. 1 Omli5^X:^r.mm'J-t-'f^J^^O. 2 5 6 g$:*nx.> 
-eiS^ia^^bfeo ilMx5^;i/2 5mlS:in;l, 0. 1 N^M 1 0 m 1 , tK^^ 

h y ^2^<Dmm7i^mm i o m i iiJS^t;-:^ b u ^i^(Dmm:i^^m i o m i t-m 

^H-NMRCCDClg) 

8 1.43 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 2.40 (s, 3H) 
3.16-3.20 (m, 4H) 3.55-3.59 (m, 4H) 4.35 (q, J=7.1Hz, 2H) 4.80 (q, J=2. 

3Hz, 2H) 
[0 2 3 6] 

f) 4- Ci- (2-:/^->>i/) -5-xhdfS/;Jj>H/Ji?-;i/-4-fciKndr>> 

[^b 1 6 8 ] 
0 



O'CT'4- [1- (2->'^5^-;V) -5-acb^<y;?j;V#-;V-4-^^>'V^>^l' 

>m t->r^;va:x7^;i/0. 2 6 5 gCD3i^i/-;v8mi^?gicBfm*m (n 

) 0. 1 8 7 gfe<fct>'7K^fbJ5e)^-:^hU'i7A0. 0 9 0?:m, ^UX'^m 

mwi^tc. Micmmymai) 0. 1 8 7 gi3J:t>'*^'fbt$e>^"^hU'i7Ao. 

0 9 0 1 5^r^sm-ejt#bfeo lS^mx^;n 0 0ml^j:tJJ0. 

13 1 ffiiE#2 0 0 3 - 3 0 5 3 0 5 3 




02—209373 



# 



) mmi^MJ:^). mn^o. i7 2giaj|5ib, ^^■^y-mm:^^}\y (1 : 4) 
nmih-^^o. 66igS:#^o 

iH-NMRCCDClg) 

8 1.42 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 3.17-3.21 (m 
, 4H) 3.41 (t, J=4.8Hz, IH) 3.56-3.60 (m, 4H) 4.36 (q, J=7.1Hz, 2H) 4.75 

(d, J=4.8Hz, 2H) 4.81 (q, J=2.3Hz, 2H) 

[0 2 3 7] 

g) 4- El- (2->^^-;v) - 5-xh^>>:^j;i/3i<-;i/-4 -I^^;v^;^- 
[-ft; 1 6 9 ] 



4- [1- (2->^^-;i.) -5-a:h^S/?!j;i/>K->n/-4-t Kn#i/^^ 
:iiy^v')VO. 0 6 1 S<DP^UU:^^y2mimmK=Lmit'^yi0^yO. 120 

(7:3) mBi^M^^). mmit^^O. 0 5 5 g&#fco 
^H-NMRCCDClg) 

8 1.42 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.82 (t. J=2.3Hz, 3H) 3.23-3.26 (m 
, 4H) 3.55-3.59 (m, 4H) 4.45 (q, J=7.1Hz, 2H) 4.89 (q. J=2.3Hz, 2H) 10.3 

6 (s, IH) 
[0 2 3 8] 

h) 4- [1- (2-3^'^-;V) -6-^5^;i/-7-;r=3ry-6, 7-i^'llK 
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002 — 209373 




[-ft 1 7 0 ] 



4- [1- (2-:/^-;v) - 5 ;i/-4 1 H- 
^^^y-;v-2->f;i/] tf/^^i^^-i-*;^^^^ t -^5^;vni:;?.^;i/0 

so-CTiB^ra, Hici 3 ox:t* 1 4^r^*B^u^o ;S/s?gL&^Jta^siu:fe 

(1 : 1) i§m:$^HJ:U, U^it-^^O. 0 3 5 g ^#feo 
^H-NMRCCDGlg) 

8 1.52 (s, 9H) 1.83 (t, J=2.3Hz. 3H) 3.38-3.42 (m, 4H) 3.61-3.64 (m, 4H 
) 3.85 (s, 3H) 5.09 (q, J=2.3Hz, 2H) 8.13 (s, IH) 
MS m/e (ESI) 387.4(MH"^) 
[0 2 3 9] 

i) 3- (2-:/^-;v) -5-^^;i/-2-tr'<^i^>-i--r;v-3, 5- 
>:;iiFn-f ^^^/ [4, 5-d] tfu ^*e^^>-4 hv 
[-fb 1 7 1 ] 

0 



Jr^ 0 



4_ Qi_ (2-y^-;V) -6-^^;V-7-:t=3rV-6. 7-i;blFn- 

iH— f ^^r^/ [4, 5-d] tfy^s;^'>-2->f;v] i 
^mm?hmmmii^^n'rh!f^y^-i^xmmv^ ^iB^fb^^o. 2 9 5 g&# 

13 3 ffiliE# 2003-3053053 



^f^2. 002 — 209373 



^H-NMRCCDgOD) 

6 1.83 (t. J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (m. 4H) 3.83 (s. 3H 
) 5.15 (q, J=2.3Hz, 2H) 8.20 (s, IH) 
MS m/e (ESI) 287.09(MH"^-GF3COOH) 
[0 2 4 0] 

mmmiiQ- 5 s - (2 -2- 

.l^^J-^-l->fr^.^ -Z, 5---^t^Kn->f^>s --/ r4. 5 - d 1 if U 
a) 5-^>i^';v:r:3p.>^^;i.-4->r^V-4. 5 - >:;tl KD ^ ^ 1/ C4 

. [^El 1 7 2 ] 



0 [J 

5-/sC>S;;i.:r^'>^^;W^^^/ C4. 5-d] lfU^>:^'>-4-:r> CCA 
S No 8 2 1 3 7- 5 0-6] (R.Paul G a g n i e r . M i c 
hael J.Halat and Brian A. Otter Jour 
nal of Heterocyclic Chemistry, 21, P 
4 8 1, 1 9 84; T;v • • ;if>^*-x;K 'T-<>^r;V • • /N^ 

^XbU-. 21, 481K. 1 9 84 ) 3. 0 4 g ©i^^^ D D ^ > 5 0 m 

i^?Sfchuni^;i^T^>2. 0 8g, N, N-s?^^;i/:^;v7r^>r>M/e^a^ 
>fF2. 8 0fei:t>^4-s;^^:<^;ur^/tfU2;>o. 2 2g?:*n;^> 4 ^f^irti^ 

mmX^tc. i^^ni^;V2 5 Oml &*n^, INS^TK^ms Oml, tK*^^^ 
h U i!? A0Dti5W:?K^m 5 0ml il^^b-t- h U AOtl^O*^?^ 50ml T'WR^S?:^ 

i^n-7h^'^:7^-lcT5mS^b, (2 : 3) i^m^J-W J: U 

, ^|B^tS-^i^2. 8 6g&#fea 

^H-NMR(CDCl3) 



13 4 



2003—3053052 



"^^2 0 0 2 — 2 0 g 3 7 3 ^jj^ 

8 2.98 (s, 6H) 4.77 (s, 2H) 5.74 (s, 2H) 7.30-7.39 (m, 5H) 8.21 (s, IH) 
8.46 (s, IH) 
[0 2 4 1] 

>f^^'y [4, 5-d3 \£Vditpz/-i-:^}\y^yMP:^^}^r^\^ 
C-fb 1 7 3 ] 

0 ^N- 

^mnmM.r. -7 8°CT'5-^>S^';i/:t^ix;i^;V-4->r^y-4, 

tKn>f^^yC4, 5-d] tfu ^•>:^'>- 1 ->^.;i/>j^>M5;^^^^>'VT^ K3. 

3 4 gCDT^h^llFn^^^l 5 Oml^?SlCn-y'5^;i/';5='^7i^5. 3 m 1 ( 

2. o^;i/S/i^n/\df-y->^?S) ^iu^^ iwm-i s-cx-mWhtc^. 'v^iJ- 
irnn-x^>3. 2 6 g®7^b^ti Kn:7^>2 Oml^|gS:*li;^.> 

U^^t^^o JS-ftlT>=E-'J7A<D5%7K^?t2 5ml ^SPX., 5 0 m 1 

-ettffibfeo ;taMS::!K2 5ml i:m^b:^hU'?i>>®li5fa7K^?t2 SmlT'Mr^ 

i.^nvh^*^7-f-lCTW^b. ^^^>-mm:^^JV (2:3) ^mrS-BJ: 

^fS'fb-^t>2. 3ig^#7^o 

^H-NMRCGDGlg) 

8 3.12 (s, 6H) 4.77 (s, 2H) 5.70 (s, 2H) 7.30-7.39 (m, 5H) 8.48 (s, IH) 
[0 2 4 2] 

4_ (^e-y<yi;jv^e^ty^^;V-7-:t^\f-6, 7-$^tlKa-lH 
->f^^y [4, 5-d] lfU^*>:>^>-2--f;b) }£y^'^i?'Zy- l-:^^^^y^ 

[-ft: 1 7 4 ] 




13 5 



2003-3053053 




#2 002 — 209373 



m 



^m^MM.y. 5 -^>s:?;p;r=3ps/^5^;i/- 2 -^^ nn-4 -:;r^v-4, 5- 
^^)/ 14:, 5-d] }:fV^'V:y-l-:^J]y^>mP:^^J\yr^]^^2 
. 3 1 g^J:rJ«tf'<^2^^>- 1 -?t7;i/>iO^ t -:f^;i/ai^5^;i/4. 4 9 g 
1 5 or;*e2^ra^iiDl^L/fc, j^^S:5/y:j^r'5f<n/:*^A^'n'=?'h^^^-7>f-icT 

^^b> lt^3:^;i/^m^®J:y. SCfB-fb-^^ 1 . 9 4gS:#feo 
^H-NMRCCDGlg) 

8 3.54-3.58 (m, 4H) 3.71-3.75 (m, 4H) 4.68 (s, 2H) 5.65 (s, 2H) 7.25-7. 
35 (m, 5H) 8.21 (s, IH) 12.58 (br.s, IH) 
[0 2 4 3] 

d) 4- (6 1 - (2-:;^^-;^) -7-:r^y- 
6, 7 -i;ti Fn- 1 H--r ^ [4, 5 - d] ifu 2 — f;i/) if^ 

[^bl7 5] 



4- (6 7 -:rdpy- 6, 7-S^t;Kn-lH — 

::^'^;i/xx7^;i/0. 2 1 6 g<DN, N-$^^:;t^;i/3}^;i/-^T^ K 2 0 m 1 ^?KIC;^ 
^^Ut^AO. 7 4 gfe j;?>*2 - >^^r.;i/^'nv-1' FO. 0 7 8 g ^il3;t?fec 1 
6 ^ra^M-e^^ L iS^^:ii5^;v 5 0ml SriJO;^, mmM 2 0 m 1 T'H. 

msfei^b, ig>fb-:^M) >>A®^5m7K^?Ki omi t?sfe?#^b, m7i<^^m^ ^ ^ ty ^ 
mi^. /\=3F.-y->-st^3i^;i/ (3:2) mm^'m^''j, Mta^fb-a-^o. i 3 9 g 

^H-NMRCCDGlg) 

6 1.50 (s, gH) 1.86 (t, J=2.3Hz, 3H) 3.38-3.44 (m, 4H) 3.61-3.66 (m, 4H 
) 4.72 (s, 2H) 5.10 (q, J=2.3Hz, 2H) 5.65 (s, 2H) 7.25-7.38 (m, 5H) 8.18 
(s,lH) 




13 6 



miE# 2003-3053053 



#2 002 — 209373 




[0 2 4 4] 

--f;i/-3, 5 -S^fc: Kn>f ^ ;JfV [4, 5-d] bfU^i^>-4-:4-> hV 
C'fb 17 6] 




4- (6 -'<>i>Vl/>r=¥J/^^;i/- 1 - (2-:/^r.A') - 7 y- e, 
7 -i?'t: Kn- 1 H--^ ^ [4 , 5-d] \:fV^i?y-2->(}\y) 

y- 1 -i3)]/-^>m t -:;^^;i/:nx5^;vo. o o 7 3 g fel^i^M i i 5 i ) 

mmi^mmv. wssot, ^^iH^b-^i^o. o o 4 3 g 

^H-NMRCCDgOD) 

6 1.83 (t, J=2.3Hz, 2H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 4.69 (s, 2H 
) 5.15 (q, J=2.3Hz, ^H) 5.64 (s, 2H) 7.17-7.32 (m, 5H) 8.20 (s, IH) 
MS m/e (ESI) 393.28(MH'^-CF3C00H) 
[0 2 4 5] 

mmmin. 3- cz-:;^'^-;!/) -2- (i:f/<^S?:y- 1 -3. 
5-i;t^ FP-^^ j^'V C4. 5-d] tfU jfS^'>-4 h U 7>n/::taS^M 

[^t:i7 7] 




^^#H^T> 4- (6-/<>s;;i/:r!¥S/:^^;i/- 1 - (2-y5=-ii;i/) -7 

-:t=2^V-6. 7-i;i; Fn- 1 H--f ^^^/ [4, 5 - d] fcf U ^5rj?>- 2 - 
-f;i/) fcf/<^e?>- 1 -5Sj;b5if>^ t -:/^;i/in;:?.^;i/0. i 2 3 gcos^'^' n 

n^^>8inl^?S^-7 8°ClC?^^Pb, ^m-fbiSe)^!. 9ml (1. .0^;P 
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^^#2 0 0 2 — 2 0 9 3 7 3 

^ts^-ejiM^itjfeo mm^m&mmi^. omi ^rin;^^^, 

SSb^ ^la-fti-^^O. 0 0 5 gS:#fe„ 
1h-NMR(CD30D) 

3 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 5,16 (q, J= 
2.3Hz, 2H) 8.21 (s, IH) 
MS m/e (ESI) 273.16 (MH'''-CF3C00H) 
[0 2 4 6] 

\^n.m 1 ] 

[0 2 4 7] 
DPP I V|®^#M®M^ 

BJ^mmmWL (50inM Iris-HCl pH7.4, 0.1% BSA) iC^^f WiSi«fc U #&tVfeD P 
P- I V§: 1 0m^/mLiC;&§ J:e)^^b, 1 1 0 ^ 1 ^^Dbfeo S e> 

Icm^S: 1 5 At l^jDb-^fe^, ^MT'2 Oi)-pa-r>^rL/<-$/a>b, 2 mMtC 
||fi?bfeGly-Pro-p-nitroanilideS: 2 5 it* 1 (S^^iSO. 3 3 mM) ia;lT> 

^*;ElS:S:^*&bfeo M/^:^P^tt2 OtS-iib, in u 2 5 i iu;^, 

d?) I C 5 Q Sr^ttibfco 
[0 2 4 8] 
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9 3 7 3 





I Cso (tfM) 




0. 2 8 7 


MM 4 


0.211 




0. 40 1 


wm^ 


0.141 


2 


0.183 


3 


0. 12 5 


^SgMl 6 


0. 2 7 2 


m&mz 0 


0.152 




0.170 


2 9 


0. 3 10 


Iim^!l5 3 


0. 0 4 6 9 


mtimQ 4 


0. 12 6 


Hife^aj? 3 


0. 0 3 3 4 


6 


0. 0 8 6 5 


•mmi 9 


0. 0 3 5 7 


HJfe^JS 2 


0.161 


"mm^ 3 


0. 0 2 7 4 


ll%M8 6 


0 . 0 0 4 0 8 




0. 0 0 2 8 9 


8 


0. 0 0 9 6 9 


**feM 10 9 


1. 4 8 


^mm 115 


0. 18 5 



[0 2 4 9] 

iEmv'ir>?.(DmigtcM-r'5?3&l^ (in v i v owm 

Ws% : 5 7 B L/6NVC7;^ ( H 2^5^ ^ • U A-J: U^A) 



13 9 



ffifE# 2003-3053053 



^^#2 0 0 2 — 2 0 9 3 7 3 

W^^^'^^t.. T^JCa^Lfeffi*t:\ 0. 5 %:*5^;i/i2;i/n (MC) mWLVi 
J^^bfeo rCDM^fb-^ifelilNVP DPP 7 2 8 (^H4tfF 6 0 1 1 1 5 5 # 

) (Dumm%\^<yi.. mmnmrn-^-^^o. 5%Mc^?gs:i omL/kg®^ 

[0 2 5 0] 

^^#K^J:t>'NVP , DP P 7 2 8(DiS#Staili^;i/=i-^^?S®^-^1i:t&^ 
j:t)?^#^3 0, 6 0, 1 2 o^^ic, M*^T"^^'^'5'xa)M^M^i(f^'e«o 
t:r*>i'*McmJfe$-&-So ifiilKl 0 A* LS:$giKb> iifbico. 6Mjtm^^l4 0 
itt LlC^-^-tSo J^^D^dS-Hd 5 0 0 g, 1 0 4^> ?0-«!l3^yMG S - 6 K 

[0 2 5 1] 

0. 5 % MC^?K, NVP DP P 7 2 S^tUfm^-ffc-a-^O^ia-^^lCoVA 
^^;l/r2->C^-^^*^^ 1 2 0^^*-ecDjfil«i-^^ffiagTMII (AUCq_ 
3^20;^^®^ Under the Curve) ^^ffib^o 0.. 5 %M 
C^|gEie#l¥®AUC Q _ 2 0 ^ ^ ° DPP728 (10mg 

/kg) tg#^®AUCQ_ 2 0*°^°^^^^^®' ^^-fb-^^C^Wi^lg^ 

[0 2 5 2] 

mmm^mm (%) = (^^<fc-^%<^Auco_ i 2 0 "^"^^ dpp 7 2 s 

(1 Omg/k gy ^^I¥®AUCq_ 1 2 0^ MC^?K^#i¥ 
CDAUC Q_ 2 0~^^^ DPP 7 2 8 ( 1 0 m g / k g ) ^-^^l^® AU C 
0-i20> XlOO 
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[0 2 5 3] 

V omt^i^^-or. man-^iZ^*)^ 0. 1-10 (mg/kg) <Z)fg#«T', 
iES-T 1^7 ^ CD Wjgilg tc^ b T reSS B m t- 3 il j?)^-^ ^ . 

:^^mK^V. DPP I V|ffl##M^^-r^-^-f ^ ^*v^-;^^^#^Ji«^^^ 

mmmm. -mmMisif^mm. AiDsmmm. 'wm^&mmm. m^^mmmm 

a 
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# 2 0 0 2 — 2 0 9 3 7 3 
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^[|^# 2002 — 209373 ^jj^ 



mi^®## . 2002-209373 
^jj^-^ 50201054023 

m^mm±m 0094 

f^^H 5|£^14^ 7^2 3 0 

[»J#-^] 000000217 

[ftm3Z.ld:Jgm] m^SP:S:m!2/ha;if4T@ 6#l o# 



1 
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m m A 



mnm^ co 0000021 73 

l.mm^MB 1 9 9 0^ 8B29B 
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